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(57) Abstract: A compound represented by the 
general formula (I) [wherein T 1 means an optionally 
substituted, monocyclic or bicyclic, 4- to 12-membered, 
heterocyclic group containing one or two nitrogen 
atoms in the ring; X means optionally substituted 
C,_6 alkyl, etc.; Z 1 and Z 2 each independently means 
nitrogen or a group represented by the formula -CR 2 -; 
and R 1 and R 2 each independently means hydrogen, 
optionally substituted Ci^ alkyl, optionally substituted 
Cj.6 alkoxy, etc.], a salt of the compound, or a hydrate of either. These are novel compounds having excellent DPPIV inhibitory 
activity. 
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d p p i vrnmrnt \,xm*mmMM % 



10 



mm. 

I V (Dipeptidyl peptidase-IV : DPP IV) «t, 

* 9 , ^ (GLP-1 ; Glucagon-Like Peptide-1 and 

15 GIP; Glucose-dependent Insul inotropic Polypeptide) fi % DPP I VHio^ 

^iSMs**,*. ^dppi v(a^g»jt^i^ * 

**0*WW»e>©.r y ^mtrtitr*. ftP«*imft*0ftjL 
»*«tt5ii#B&^S^5 WWff»ti.#Ji).-*fc, GLP-1 

20 h*»whm^©h^ tfco lp-1 ©»/mufco^ mmem* 
itL^©c^,t^DPPivpi«», bm % mxmttzoGtp-i* gi 
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(1) MDs©m mmi (##fF»2#j$) 

(2) frnmm<D : f® s mmm mm^x^^m) 

(3) mimmm (intestinal disorder) <D^Ws ?6WJ (##W»4#JR0 

(4) mmm, mm, mmm®^ mmm (.^mxrns, e&m) 
5 (5) mm^^m, mmm mwnx^7^m) 

(e) ^siE^fK, mmm (mwxmi^m) 

(7) ^m^rnm, SRf&mmm, is-ftPisy ^•v^w, $$#1 (##fr 

(8) #:/<D«k (##ff»9, 10#I) 

10 DPP I VPI^JtLTfi, VKojHfl^WStfS (#ff«2~4^), 

t ^ t°y yftWSDP p i vpi#^ij 

[##fr»l] 

Diabetologia 1999 Nov;42 (11): 1324-31 
15 [^#ffP»2] 

Science, 262, 2045-2050, 1993. 
■ C^#fF»3] 

Clinical chemistry, 34, 2499-2501, 1988. 

[##tr»4] 
20 Bndcrinology, 141, 4013-4020, 2000. 

Diabetes, 47, 1663-1670, 1998, 

Life Sci; 66 (2): 91-103, 2000 

25 mm^xmT\ 

Agents and actions, 32, 125-127, 1991. 
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[^traits] 

2001, 166, 2041-2048, The Journal of Immunology. 
[##ffcfclfi*9] • 

Br J Cancer 1999 Mar ; 79 (7-8) : 1042-8, 

J Androl 2000 Mar-Apr; 21 (2) : 220-6 

[#ff»l] 
IMIO 0/5 6 2 9 6^nV71/j/ h 

io fcWMfcWM 2002/0161001 ^m^m 

il^HiO 3/0044 9 6^/^71/^ h 

*H«fflFjR2 0 0 2/0 1 9 8 2 0 5#^PB^« 
15 ±«©£fc< % lit Ulffi^DP P I VEf ^^tSft^Ogft^ 

pp I VH^ffi^-rs^^Sr^-t-s- 

20 

*fc»-f try ^mm^tc^ttmrnm^ s 

CD 
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5 C 2 _ 6 T;W-=;l^ g^S^^TL-CV^Tt) iVNC 2 _ 6 T^=;VS. WMM% 
WLTV^T^J;V^C 6 _ 10 Ty-7^^g^S^b■rV^T^J:V^5~l 

DTy-^S, tMlrttTV^^j:^c 6 _ 10 7y-;vc 1 . 6 7;v«ffc 

R^itfRafa^ft^h^LT, A 0 — A 1 — A 2 A°tt/J|tjfe 

15 A 1 ^, Mfc^JIS^fs $EHlil^\ */W7-f ^i-zlwi^ 

• A-O-CO-, S-CO-0- V S-NR A -, A-CO-NR A -, 

A-NR A -CO-,A-S0 2 -NR A -tfc«A-NR A -S0 2 -^^-rS; 
A 2 fcJ;tfR A ^ ^^Mfi^LTTKmil^ ^n^VjSK^ i/7Vg, C, 

20 C 6 _ 10 7!)-;H, 5-101^707!)^!, 4~8M^rni^ 
5~10l-vfo7!J-;vc 1 . 6 7;^H, C 6 _ 10 T y-^C^T/Mv^ 
£ ft C 2 _ 7 T A^Aofr )Vi$-;vm £E9H" 3 » 
fc£U A 2 ^iD?R A {^ttma3i:LTTiBgmSB^b^5»e>31« 
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5 ©z ^m^-c"* 9 , i>oz 2 as-c (oh) . 

<em«Bi¥> 

10 5-1 O^fnjy^ 4~8^foi^ c,.'^^^. Cx 
_ 6 T/V^^Sx ^-S0 2 -NR B1 -R^\ ^-NR B1 -CO-R B \ • 

15 3t-CH,-CO-R»*-R»(^ R-tt^^t fc ^_ NR B 
C,.,^B7^ C 2 _ 6 T^=^ C I _ a T^=A^ C 6 _ 10 T 
C 6-io^y w -^C 1 _ 6 T^^S*fcfi5~l 0l^7O7y-;l/C 1 . 6 7^ 




/n 

| — N NH 
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(5** % n jo J; Xfimtt*in?tm& LT 0 * ft ti 1 StE^I" 5 C ) § *l« £> 
[3] T 1 ^ 




, n *J <£ tfm i^limii LT 0 * fc « 1 3 e ) tf«*j $ 5 & 

10 J^t^y^-i-^,^ 7^ y££*rLTivck J^tv<y i ~^ 
^*fc«7-5/S§rWbTV^tJ:V^^^-l-^7VS^fc5 [1] IB* 

[ 4 ) T^t^y^y— 1 — i /VSJcfcfci 3 —T%. J \?-<]) i?y— 1 —<4)V 

15 [5] T^tr^^-i-^r^S-efes [1] m®<Dft,<er®i>h<te*:<D 

v>*^v3£<£rfc*1-5 ; x 2 f*g&S&*LTV>Tfc^c 2 _ 6 T/Hr-/^ 
20 7*=/WKfcfc!fci-5 D ) -e*fc$tb5ST?&5 Cl] ~ [5] ©V>T;fc&»lofc 

C7] x#5t-x"-x ia (St*, x^tt^^fcf^^^wys^^ 
5 ; x 12 tec 2 _ 6 7VMr~;i^ c 2 _ 6 T^4=7vS*fctteiftS*^rbTv^T 



WO 03/104229 



PCT/JP03/07010 



7 

i o izmmwk&m t> t < « ©as & & £>7j<;» 0 

ClO) X&2-7^- l -^ST*fc5 [l] ~ C5) ©Wftt^lof^ 

Cii] z^^^z^^T^-^W^^^^^ [ i) - ci o] 

15 C12] Z^gJjfJ^-?^ Z 2 ^-CR 2 = (5$*, R 2 f«f^llB« 
KIB«©<fb<£&'t> L< «-?:^m^fcfi-?riLbO7KfP#i 0 

[13) Z 2 ^^^ T ^(9^ z i^_ CR2= R 2 ttff^ilBm 
<VR z k®MMXhZ> 0 ) xmt> Ztizmx&Z [1] - £io) OVvfti^lo 
20 tf5<fe©{t;'a'^tL<fi^«fc{i^tt^©7jcfp#i 0 

; 
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*/WSSr*!*-r*o )^t>$tt5STS>5, [1] -.[13] ©l^lot 

<smscsi> 

C 1 .,7^df^ C 1 _,7A'Wt^ hy7;Vtn^f;H % 

NRC1 - RC2 R° 1 »AaR c »tt*jT^en»Aux**j|c«fci4c 1 _ 

H 2 -CO-R"_ R c4 R c3 ftm M»li^fc^-NR ce -^ 

*!* U R c 4 *J J: tfR « fi^^MfiS L T**J§(* * fc Wt C x _ ,T A**/!** 

C153 R 1 ^ TiBg»Sc^fcStftb5 1~3fl|©S^L 

15 TVMTtiiVNC^eT/^^ TlB«^C#a»e>»tf;h,3 i - 3 fl0>£fr«- 

** J fe»tf^^5l~3fl©a^Sr^^LTV^Tt>J;v^c e _ 10 T5-/^c. 1 _ e T/^^ 
A^T?*>5, CD ~ Cl 33 <D^tifal^izmM<D{k&m*\.<te*:<Dl&*tc 

20 <mm&cm> 

C,.,^^ C,. 6 7Hmi ( MJ7^tn^f;H, s£- 
NR«-R« R cl *J:t|tRC«tt^^ni!klfcbT7k*JI|(«fcf4C 1 _ 

25 H 2 -CO-RC3_rc 4 ^ RC3 ttm i»tfcl^-NR"-^ 
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/^/^«t^n^y^^^ S ^ fe5 [14] [15] imm 

5 [17] R 1 ^ i/7/^y^S s 7^o^T/^^i?/H£ % 

2-^f;HTfc5,' CD ~ Cl 3] (D v l o\z.WM<Dik&m hL<l*^<D 
Cl 83 r**s % ^^Sifc(i2->'7/^y^HT'| > 5, CD ~ Cl 3) 

*£-0-CO- N ^-CO-O- S-NR A2 - 5£-CO-NR A2 -£fcte^ 
-NR^-CO-^*-r5;A 22 *5j;tFRA2^ ^^MLTtR*^ 
15 ->7/E C 1 .,7MA'S, C 3 . 8 ^n7;V«, C 8 _ 6 7/V*wvJ£ % C 
2 - fl T^=^ % C 8 _ 10 T!J— 5~10l^fo7!J-;H % 4~8fi. 
^ PS ^ 5 ~ 1 0^fP7!I^C 1 . 6 7^S4fctiC e _ 10 7y- 

20 &3 CD - [18] ©V^^iofc|B«Oft^**»L<fat*oi[*fc|±*|i 

«*sd*i* % *mm, >sT/m, ^ p ^ 4 Cl . 6 7^ 

&s C 1 _,7>ua^^ C,_ a 7/UWtI, MJ7^tn^f;H, 5$- 
25 R D1 #J:WR»»tt*|i^l l J|fc&LT*««(«fcf4C l . 
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5 C20] R*-t>K Tkmm^ *>T;m, ^/^>^ N c 2 _ 7 t^*>>#,^ 

C^gT^dr/kS. ^-CONR D7 R DB R D7 ^j:U?R D 8^^tl 
A 24 *5J:tKR A3 ^ JtjT^PiUfcALT***-?, TOWUED 1 »*» 

D 1 #*>g>3fiftb3 1 fl<Z>£frft LTWc t> J; V^C a _ e T/l/*=^£ N Tffe*m 

15 Dl$a>£>SJ#ft5 1^©«&^LWT<I>J;^5~1 Ol^fnry-;^ 
Ml"5o) T?*fc>$*T,5£T?&5 [1] ~ [1 8] <QV>Ttl^ 1 ofcialfc©^ 

<wm&r>im> 

20 ^-C.ONR D7 R°8 R D7 *5j;rjtRO«{^^ W ifi^Lr, 7 J< 

[2 1] R 2 ^ 7kJjfJjfH\ *X7V£ x C^eT/Vrt^^S^ycfi^-A 25 - 
25 A 2a (^f, A 25 **, Wmm^s ffi-m+Ztcltt-NR^-ZMtti-Z ; A 26 
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ttMTLTV^.s/i*) T'to$n5«l?fc5 CI] ^ Cl8] "©Wttl* 

5 <gm*Dl|^> 

fiiiD1 ^^ ****** C I . T 7^3**/*^ = ^ Cl . 6 7;v 

io m-z>o 



A 29 



28 




o 



15 A'^tfA'^^M^ 

So) «*>3*i«-efc* % ci) ~ Ci 8] ov^iofcfi«oft^ t 

[2 3] R'ftMMHK ^7ySJfcli2-*;M^;u 7l - Wi/ g 
•0*5. CD - Cl 83 ©v^*L3i»ioR:B«ofl3^4btL<Ht*©*4fctt* 

20 tit>(D7kmm 0 

C 2 4 ] fulB-^ ( I ) fB«©^«JiS , 
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7- {2-ZfJ-~jV) -2-*/TJ- (t°^.7i?y-i-j 

?v) -l, 7-^tKo/yy-6-^ 

3- (2-^=/P) -5-^^-2- (tf^y^y-l-^^) _ 3f 5 

-^t^^y [4, 5-d] t°yyi?y-4-*>^ 

5 2- t'^y^y- 1-^) -3- ( 2 -^=:;V) -5-^^ 

^-3, 5-^tKD^^>/[4, 5-d] 

2- [7- (2-^n/w) - - (t^^^^-i 

->r/v) -6, 7-v>t ko- iH-yy ^-2— r^^i/] 

7_ (2-^=/W) -l- (2-^7;^;V) -6-^y-8- (fcf 
10 ^?i^-l->f;V)-6, 7-^fc Kn-lH-^y >--2-^7^=hy/K 

2- [3- (2-^^W) -4-*^- 2- (1^7^-1-^) - 

3, 4-s?t Ko>f^y[4, 5-d] tfy^i^-5_. r^y^/v] 

[25] [1] ~ [2 4] f2*fe©^^^r^i-5|M^ 0 
C26] ( 1 ] ~ [ 2 4 ] «r£:fr?- 5 ^^^w^^-i? 

IVP£WJ 0 

C27] [ 1 ] ~ [ 2 4 ] i «*MHft3b*lia> & Jfc 5 g»filc#)o 

20 [28] C 1 ] ~ C 2 4] BttonsM^^«|»ftMM®?KF«ft:att 

[29] ci] ~ (24] wm<DMt*i:i!irrz*gm. mm, mmjkm. 
aids, %mmm., mmmm, mm&. *mm, ^m&mm, r 

25 [30] [1] ~ [2 4] E*©fl^*£*1-<5 % ftmtl, *A^y(| 
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C3 2] mm<Dmm<Dtc^(D^ cn ~ C2 4] mm<Dfc&mhL<\*z<D%L* 

[3 3] V^frVt**?*?-* i VPl^^^^^^^^j^^^^ 
CD - C2 4) B«©ft^Kft,L<tt*©lfc*fcft^ fe(0 



10 C3 4] -JKS; 




N 



N 




15 H * N 



H 2 N 



H 2 N 
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n&£Xfimtt%lvejMSk& LTOS felt 1 Sr*!*^*.) fi&m, 



(5£«t\ n^it/mfi^ma^LTO^fc^llrttfti-^o) T'^^tbSS 

io ■cv^rt>J;v^c 6 _ 10 Ty-•^c 1 _ e T/^*/^ai^*fc^4fll»a6^LTv^rl>J: 
Rl > z^it^z 2 ^ ffilB [1] ^©r\ z^^t^z^-eti^ius^-e 

[3 5] 
15 -$5£ 



Ktt* R\ R\ T\ Z^itfZ'tt, tuIB [1] ftf>R\ R\ T \ Z 1 




o 



x 




20 C 3 6 ] 
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c^t\ r\ r\ t\ z^zxtz*^ mm ci] t©R\ r\ t \ z 1 

C3 7] 



O 




10 5 ; 

C3 8] — jKsft 




15 [St*, R»ft, mm Cl] 4>«)£t|2:R«||T«>fi ; 
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5 C3 9) 




10 [4 0] -$5£ 




15 T 11 ^ ^a^^tfc^ 



■N N — T 13 



WO 03/104229 



17 



PCT/JP03/07010 



C4 i] 





/) N N— T 13 

C4 2] -| 



o 



Z 




10 



(I) 



fcttHJt^TfcS 6 ~ 1 2 j|»^£Icgfc^<5 ; . . 

15 ; tLTV^T'bJ:v^c 6 _ 10 Ty^^^ > tt^^LTv^T^>J:v^5-loM^ 
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ft£Bifr&»kfc5#j&»e>31tf*b$ l~3#|Og£^LTV^&J;^C 1 _ 6 T/V'^ 

5 ;Vx!n=/I^ #/U,tf=/l^ s 5t-0-CO- s S-GO-O-, ^-NR A - N 
S-CO-NR A -, S-NR A -CO~, S;-S0 2 -NR A -tfc(J^-NR A 

B7 ^^ C 2 _ 6 T^=^ C 2 _ 6 T/W^=^ C 6 _ 10 7U-;H; 
10 5-1 0M^TtiTV-^m^tcn4-8M.^Tttm^^Mmt^o fetch, 

A 2 ^^nR A ^ti^nm±hxTmum&Bm^hti:^m^bmitti^ i~ 

15 <fi^SBl¥> 

ft&£B#r^ 7jcms,.^ry^ /Nn^yg^ C 3 _ 8 
^n7/V^H, C 2 _ 6 T;^^Ss C 2 _ 6 TA-*=a^ C 6 . 10 7U^ 

C i-6 T ^*^«*S J: tfcS- CO-R B -R B2 (5£*.,R B »* J*M££\ «*JR^, 
20 S-NR 83 -?rf!|L, R"*5 J:VR BS »4-tH-eix«fcS:bT**lR^ C 1 _ 6 
77V=ar;^ s c 3 _ 8 u t&*a>^ C 2 _ 6 T)V>r=.)\,^ c 2 _ 6 T;v* =/i/£ % 

C 6 _ 10 T!;-^, 5~1 OM^fo7y-;l'S, Ce^^JJ^CL^M 
5~ 1 Ol^rnT!) — ^C 1 _ 6 7;i'=3r;vi N l-fc°ny^rvv£, i- 

*;V7 * V =/U* % 1 - t°-< y fc « 1 - fcf^ y ^SSr^Wc-f So) ~C 
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20 *i-jvm, l-^P fcVl^ 2 -7X2 fcVl^ 2 -7? ^/V- 1 -7** fcVl^S, 2 

2-^fvVg, x_^^^ 2 
-^>"7vl^ 3— 2-^^V-l-^^ 3 l- 
Zff-^m, 2-^;V-2-zf^)V^ s 3-^^-;V-2-zff-;vm, 2, 2-*? 
tf-^-l—fuVjum, l-^dr.^S, 2 — dr^£, 3 -^^J£ % 

25 2 3vV- l 3 _^ x s^,^ 4 ! _ 

'OfA'&s 2-*?-;V-2 — °y^;Pm, 3-^^-2--<^/^ 4- 
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20 

f-^m, 2, 3-^^-1-^71/^ 3, 3-^^-1-^/1/^ 
2, 2-^^W-l-^l/Sx 2-cn^-i-^v^ 3> 3 -^^ 
^-2-^/l/S s 2, 3-^^/1/- 2 -^VS^fctf ^tb5o 

l-7°n-<n^ l-^r=;vS, 2-^=^ 3- 
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VAsttum, 2-*^-2--7u\i°jv$r** / >m, l-^M^ym, 2- 

^^g, 2 ?vV- l -^A^^ 3 -^/W- 1 -^^^^ 
5 2-^^-2-^V^-dr^ 3-^^-2-^/V^^ 2, 2- 
^^-l-7°PtV^dr^ 1— ^r^^^ 2-^*^;V***y 

1 — ^y^yi^^rs^ ^-^^JV-l-^y^jVUr^^y^ 2-^ s f-?v—2- 
•^Isf-fHr^rl/^ 3 -^^-2-^^PAo<h^v^ .4- *?-;V- 2-^S 
10 f-Ar***sm^ 2-^^-3-^y^/^dr^ 3_^^_ 3 — 

^'^3S, 2, 3-^^V-l-^/V^^ % 3> 3-^^/w-i-^ 
^/V^dr^S, 2, 2-^^^/W-l-^>^^^ % 
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#u »**"crwtfcLfc. tuito&jft&u *iomiH --ft-^f-^ 

10ml ~?ymm& U WMt&M 1 . 0 3 g &#fc 0 
25 ^-NMRCDMSO-dG) 

5 1.45 (s, 9H) 3.72 (s, 3H) 8.33 (s, 1H) 



WO 03/104229 



114 



PCT/JP03/07010 



c) 3- j2^f±^M -2-^PP-5-^f/l/-3, 5-^bKt=»>f^ . 
[4, 5-d] 

asu©#a»T-: 2-^00-5-^^-1, [4, . 

5-d] t°!J^y-4-ty7. 72g|rff7tKo77y400ml|:i . 
5 h V 7x=;V^7^yi 4. 2 2 g *5 2 -v^y- 1 \ 

8 5g&*P;i, Ot^«lfc» 2. 5 5 

gOf h7t Ko77Vl 0 Om 1»1TU 3^W!i#Lfc 0 KJtS«[Sr» 

1 5mmmwvtc 0 . Rfcm&titmxwu mtzmwt^** oomii^ 

10 M U -frffltfr Y V V A 5 NtKM 2 0 0ml X~$hW bfc c tRS Srlfflfc^A' 1 

oomi -ettmu ^m^^ m^^^^wu »±iiufeo 

(4:1) mMftm£<0, mttfc&toS. 7 8g£#fc 0 
^-^(CDCla) 

15 8 1. 82 (t, J= 2. 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 

d) 4- [1- (2-7^~/V) -6-^^-7-t»y-6, 7-7tK 

p-ih-^5^v [4. 5-d] tr^^-i-* 

£*©£B8arR 3- -2-^00-5-^-3, 5- 

20 v?tKo^^y [4, 5-d]'tf9^/-4-tyi. 183g, 

<7J»0. 8 2 9 g i: tVi^Vf-l -^7^^ t -l/f-Aoc^/H . 3 9 
5g{Cl-^f^-2-t°PD Ky5ml^t 13 0t-C6«iUfc 6 . 
K/£«ft*PU *50ml &AU;L SWfc^>H OOmltttWLfc. 3ttMI 
SttK5 Om 1 -C2IhK ttflS-^hP £A©|&fr7ki^5 0ml^JH?fc8fci£U W 
25 v^^«?At?|fcj»U ^ff^UfCo agl:^!J»*.7A^ovF^77 

-f-fc-c*&»U ^■V-y-mm*'?* (i : 4) ^ttJ#W<fc9, ^iBte^i. 
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9 1 6 g £#fc 0 
1 H-NMR(CDC1 3 ) 

6 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
5 m&\2. 4- [7- (2--7^-~;V) -2, 6-^PP-7H-^'jy- 

a) 7- -3-^f-/V-3. 7 -V M Kg ^ U ^- 2 . 6--^ 

3-^Wt>fy[CAS No. 1 0 7 6-2 2-8] 1 OO g> N, N 
10 -^^fM;VA7^ KlOOOml ©Mfe^, 1 -^n^— 2 -^^5 5. 
3 ml, m&lfcWt* ^A84. 9 g £}jn;t, iSlut 1 8 M»Lfc 0 

fcefesfrsr*. t — zff-jv^ f-su^-TMzTmfru mmt^m^i 1 2 g 

#fc„ 

15 'H-NMR (DMS0-d6) 

5 1. 82 ( t , J=2. 2Hz, 3H) 3. 34 (s, 3H) 5. 06 (q, J=2. 2Hz, 2H) 8. 12 (s, 1H) 11. 16 
(br.s, 1H) 

b) 7- (2-'77-=zA') -8-^PP-3-^f;V-3. Kp/PV 
-2, 6-^;f^ 

20 7- {2-zf^-~)V) -3-^^-3, 7-^t Kn/y y-2, 

^11 2 g£N, N-^^SMn/WsTS K2 2 0 Om 1 l^|lJ-^PPn 
/n^5K7 5. 3 g ^Px., gUftfc-C 5 H#fl3*#Lfc 0 SJSfcttfc 2 2 0 0m 

«r*x t-:/5vM?vi^-x/McTi5fc&U Wiafb-g-tt* 1 1 7g#fc„ 
25 'H-NMR (DMS0-d6) 

5 1.78 (t, J=2.0Hz,3H) 3. 30 (s, 3H) 5.06 (q, J=2. 0Hz, 2H) 11.34 (br.s, 
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1H) 

c) 7- -2, 6, 8-F^PP-7H-/l)y 
7- (2-7^~;W) -8-^0-3-^^-3, 

2, 6-i?*y2. 5 2 g , t^r^Ilk!) ^ 1 0 0 m 1 ©Ml: 1 2 0°Ctt 
5 14«#Lfc 0 KJSi^lfcl Iifty i /4. 15^7i^m 1 
2 0T^T2 4B$«#Lfc o K/S«M^-t?MLfcm, »±Ti&»@* 

a^mara** BM^Mz.x&tiis nbtitc.mmm*7k, tm-k&fcKxm* , 

10 -f — (Rflfccn^ : ^drihv= 1 : 3) ^T^U ^1B^^^2. 4 Og # 
fc. 

'H-NMRCCDCls) 

5 1.82 (t, J=2.4Hz,3H) 5.21 (q, J=2. 4Hz, 2H) 

d) 4- [7- (2-:/^=^) -2, 6-^PP-7H-7°!)y-8-^f 

15 fc'^y^v- l -7J/wEV^ t -z/fvvj^TVV 

7- (2-7^=/V) -2, 6, 8-hy^ni3-7H-7 0 y^2. 4g, ^ 
h y !7i* 1 . 4 6 g , t^7^^- 1 -7J/^>i? t -•ff-JV^T.J- 
/V2.4 3 g N T"fe h=by^V4 5ml Z MM.X 2\%ffl 2 0#»Lfc o 

^b^mTK^Hy !>^o. 7 3g, t^7^-i-*;vfyi t -?*<?■ 
20 yVMTVU. 2 1 gSriPx> ^m-Cl Wa#Lfc 0 S^^m^^-7K 

fiffiu «®5riNTO-egfev>, «7k«-7^^^«fMlt ' • 

/i^C15fcv\ &£<a@#:£ LXMmk&%) 3 . 0 g £#fc 0 
'H-NMRCDMSO-dG) 

25 5 1. 42 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 48-3. 55 (m, 4H) 3. 57-3. 63 (m, 4H) 4. 89 
(q, J=2Hz, .2H) 
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mmn 

mWMl. [7- (2-^PP7x^) -l-^^-6-^y-8- (b° 

^7i?>-i-4M -6, 7— s?fc kp- i H-yy y- SE 

5 a) 2, 2-^^:7° Pfc°;3-yg£ [7-^y-^/W- 2. 6-^=¥y-l, 
2. 6, 7-ff7bKPyyy-3-^^] p^TVj^gvl^ 

7 -^y^/V^ffyfy 8 . 6 6 g SrN, N-i?t f;k*M7 5 K 3 0 0 m 
IKW-MU Amftrt-hV !7^1. 5 7g, ^nn^f^^h7. 7ml 

io »ufc e mmm&M&mk'*y**s'}&~eft%iu am, wm%£vtc 0 mm 

1 ^m^lii J: "9 x WBflMMb 2 . 6 6 g £#fc Q 
l H-NMR(CDClj) 

5 1. 18 (s, 9H) 5. 45 (s, 2H) 6. 06 (s, 2H) 7. 34-7. 39 (m, 5H) 7. 58 (s, 1H) 8. 18 
15 (s, 1H). 

b) 2, 2-^f;V7 , PtftV» [7-^/^-l-^f^-2, 6- 

^y-l, 2, 6, 7-7f7tKp^yy-3-^;v] ^f;v^r;i^ 

2, 2-5^^vK7°P tftf-^Bfe [7-^V^/V-2, 6— S?*4y-1, 2, 
6, 7-7h7t KPT'Uy-a-^] ^f^x^7;V2; 6 6g£N, N- 
20 ^f/WA7^ K3 0ml y ^1. 6g, 3^f/V 

lmlfcJP*., ^m-e««^LfCo R^&fi»^**C#3RU tK. IN-' 

M£ h/i^y-c h y ^ v— >>a yu H|B>fb^ 2 . 1 6 g £#fc„ 

'H-NMRCCDCls) 

25 5 1.18 (s, 9H) 3.41 (s, 3H) 5.49 (s, 2H) 6.11 (s, 2H) 7. 26-7. 39 (m, 5H) 7.57 
(s, 1H). 
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^y-1, 2, 6, b7t FP7"y y- 3-4/^1 * s f->V^X^;\'2. 3 

5 4 9 g^l 0 0mll^HU 1 0 Aifc* 1 g SrJP*.*. tK^IS 
MTs ^m^-c«*#bfco E0S«5i&U 5$fcSr*«SU ^fa-ffc^l. 
8 7 1 g £#fc 0 
1 H-NMR(CDC1 3 ) 

5 1.19 (s, 9H) 3.48 (s, 3H) 6.17 (s, 2H) 7.83 (s, 1H). 
10 d) 2, 2-v^^vK7°Pfc°:3->'^ [7- (2-^Pn^^^7V) -l-P* 
3VV-2. 2, 6. 7-Tf7tKP/l)y-3 — f 7V] * 

2, [1-^^-2, 2, 

6, 7-ff7tKD7 , !J>'-3-^V] ^f/H^f/H. 60g, 2-^n 
15 P7x=;HaySll. 83g,iW (II) 1. 5 g SrN, N-^fvV* 
K3 Om 1 KHSWU^U ^3ml SrJP^^UeiT 3 Bll^Ufco 
V * ?^%im L-fc V a - h D 7 A £T £i® U ^£@1^^^vW- 

20 5l^^!)*7 i ^7^^o^h^77^-ttiiU ^f-y-^m^/V 
( 3 : 2 ) ^m#® £ "9 ^ Mmk&m 7 2 4 m g £^fc„ 
e) 4- [7- (2-^PP7x^V) -3- (2. 2 - ^V^P 
/V^i/^^/V) -l-pt^V-2. 6-^^y~2, 3, 6. 7-f h7t: 
iH-7°y ^-8-^^] t^<9^-l-;fr/H*VB» t-^VV^* 

25 

2, 2-^^V7 p obr*y« [7- (2-7 0P7xi;V) -1-^^V 
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-2, 6-*J**y-l, 2, 6, 7-xb7t *?7V 
i7r;V7 2 4mgl:N ) N-^f^*;WAT5 Kl 5ml KiiU 
nna/^U^ K7 6 Omg*Mfc„ £/&$t&#l&jf#U RJ6**rSHi* 

5 5ifc«r8l«U 2, 2-^f^P^8 [8-*aP-7- (2 

-^PtP7^=/V) -l-^^V-2, 1, 2, 6, 7 -Thy 

y- l -#/v#>^ t -7 ? ^^^7 L ;^4 g £$B£U l 5 0° cfcj&qafcLfc. 
2 ) ^m^-® <fc *> x 7 2 4 m g «r#fc 0 

f) 4- [7 - (2-^PP7x=/V) - l-^f;^-2, 6-i?tty-2, 
3, 6, 7 h 9 t Kp - 1 H - y- 8 ->f ;V] ^9^^- 1 - 

15 yWt t - -?J-;v=c 

4- [7- (2-^P7x^/V) -3- (2, 2-^;*?Srt^P 
dri/^/V) -l-y^-2, 6-^^7-2, 3, 6, 7-fb7tKo 
-lH-7'!Jy-8-^] t°^<y^y- 1 t- 3/^/1^* 7VV 

£y /H O.m K fh7t KP77^20ml WgffiU *JfrfW- h U !7 

20 A 2 0 Om g fciPx., £?&fcTil*fcS#Lfc„ mMK- 1 N-J&m£#H;t, BEE* 

m vtc 0 mm*^-TMz.mm u u flwaft^* 4 5 0 m g 

'H-NMR (DMSO-d 6 ) 

6 1. 35 (s, 9H) 3. 04 (s, 3H) 3. 06-3. 12 (m, 4H) 3. 17-3. 22 (m, 4H) 7. 48 (dt, 

25 J=1.6, 7.6Hz, 1H) 7.53 (dt, J=2. 0, 7. 6Hz, 1H) 7.63 (dd, J=2. 0, 8. 0Hz, 1H) 
7.65 (dd, J=1.6, 8.0Hz, 1H). . 
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«) 


4— [ 2 — ^ p a 


-7— (2 n P7i=;l/) — 1 — y fvV- 6 — ^*^r 


V- 


6, Kp- 


tf^^^-i-^/u^^ift 


t - 




-1), *3itJ« 


4- 


[2, 


-7- (2 p n7i^) -7H-^!Jy- 8 ->f 



5 )V\ z^yity-i-jjjvtfym tz^gvj^^gyu (g-2) 

4-[7 - (2-^po7x^)-1-^^-2, 6-v ? ^y-2, 3, 
6, 7— hyfc Kn-lH-^y y-8— OV] tf^^-r-jfrA-tfl'Sfc 
t ~^=f-;V=^^y-;V7 8mg W^Ifl2]Jy3ml 1 2 0° CKlT 

Lfco KJS«Sr«3HI U iS^r h 9 1 Kp 7 y V 1 m 1 ^Wbfc 0 



10 iO^O'lrZ:^^- 0m g> Th7tKo77yiml,». 
»tMI^100mg,*0. 5ml©IiMim#\ MU<lT3H#ra«# 

^-fcTflMKU ^^y-^^/V (3:2) WWi!), 4- [2, 
15 6-^no-7- (2-^PP7x=;k) -7H-7 , !)y-8-^;V] t'^y 
1 -TJ/V/tf^ t -Zf^^^^l 6mg ^^-I^^A- 
(1 : 9) MmftM£.<0, 4- [2-^no-7- (2-^un7x^) -1 
-^.^;V-6-^y-6, Kn-1H-T°y >-8-' fjU] K'^yi? 

20 h) [7- (2-^PP7x=;l/) -l-^f^-6-^y-8- (£"^7 
— f/V) -6, 7-7b KP-lH-7 , 'jy-2-^W^] 
fyyj: tvU h IJ 7 ^ P f£^:& 

4- [2-^PP-7- (2-!i'PP7i^) - 1 
6, 7-v?fc Kp- lH-:/y f^^-l-^M?^®? t 

25 -7*f/Vx^f;H0mg, 3-;^if ;H^7;H 0 mg S:N-^ 
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(2-^PP7x=;V) - 2-3: h*-y%S^~/l'* h^V-l-^^V-6- 
**y-6, 7-i?M Ka-1H-T°y y- 8-4^1 if^-yi^y- l-tf/l'tff 
yM t -zf^-;v^^TJ^2 4mg£#7t 0 i©fc©8mgS:MJ 7;vto^f 

^-?m^wm (o. i%h])7Mvmm^) %m^ a ) Kxmmh.mm 

\t&m 2 . 1 1 m g £#fc 0 
MS wle (ESI) 447(MJf-CF 3 C00H) 

HM2. [7 - (2-^pp7i^) - 1 -p<^/V-6-^-dry-8- (b° 
10 s<7i?y-l-y JV) -6, 7-^bKP-lH-7°yy-2-^t^] 1^ 

4- [7- (2-^PP7i^) -2-^h=?rV7J/V^— h^rv^-1- 
^^-6-^-^y-6, 7-^tKP-lH-7!Jy-8 — f/H M'^y^y 
-l-jj/istfyWt t - 7f ;vx^f/i^ l 6 m g Sr^ ^ / -;vo . 4ml, 5N 
15 h ]) <?&7k?mo. i m i Srj&n^L. ilft 2B#p B matfc 0 

»hy7/^d^m^^u ml, mm^mm^m^m^^^v^yy 
4- (r± h~ h y »-7m®W}ft (o. i % h y ^/M-pMi^r) &jbv^.) 

tttl U ^ffrfb^ 2 . 4 5 m g £#/c 0 
20 MS (ESI) 419 (MH + -CF 3 C00H) 

Hifeffil 3. 7-(2-^PP 7 a^EZkj - 2 - P ^gvV^jFvlZ 8 - ( K'^y 



1 - i , 7-i^t Kp^y 




a) 2, 2-^^^^^^ n-^y&V- 3 -(2, 


2 


^Pk°^;W^W.^V)-2. 6-^=^y-2. 3. 6. 7- 




7°y y- 1 -■> <;V~\ ^ <?yV x.^y)V 



7 -^ypju^y-y^y 9. 54g£N, N-^W/l/ATU^SOm 
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lfcJffifcUJfclkfr!) 7g>^PO^f;V^V-M 4. 2ml SrflP*., 

5 0' CT?tWa*#bfc. 'RiS*Srl»^f/V't?**ib, tK, 1N-Sit'# 

5 ffl£jIU 0 s SifBfl^fc 12. 8 g 

b) 2. 2-v^^vK/P [3 -(2, 2-^y5vK/gfc°^Aor 
=fr^y^W)-2, 6-v ? ^-^ry-2, 3, 6, 7-f f9t Kp^!) 

2, 2-^^KT'P t°^-y^ 3 -(2, 2-^f/V7'P 

10 tf^--/^=3rv'^^)-2, 6-i?^y-2, 3, 6, 7 -7 1 h 7 t Kc ^° U 

y-i-^v] ;r.*7vi-£^-cllMJi c) ^[lOtl^au 

c) 2.2-^^-^0^^ r7-(2-7PP7x^)~3-(2, 
2-^^^ L 7V7 P P ^^7^£j^f2k) -2. 6-^^y-2. 3, 6, 7 

15 -fhytKnT'yv-l — ^±A^ZJ2k: 

2, 2-^f;l/7 c Pt^i [3 -(2, 2-^f;V7"Pft^t^^ 
;*?VV)-2, 6-Z?$-*y-2, 3, 6, 7-f h9tKP^!)V-l-'f/H 

1 H-NMR(CDC1 3 ) 

20 5 1.16 (s, 9H) 1.22 (s, 9H) 5.99 (s, 2H) 6.19 (s, 2H) 7.42-7.52 (m, 3H) 
7.58-7.61 (m, 1H) 7.73 (s, 1H) 

d) 4- [7- (2-^PP7x=;V) -1. (2, 2-v^^vK/ 
g^^^V^f^) -2, 6-^y-2, 3, 6, 7-ff7bKP 

-iH-7°yy-8-^/v] tv<9$?^- 1 n^/vji^M t --ff-jv^^fr 

25 2, 2-^^^tibr*^at [7- (2-^PP7x=;V) -3- (2, 
2-^^7*0 tr^/lo*-*^^^ -2, 6-^^y-2, 3, 6, 7 
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-rh7t Kn^y^-l— f/k] *fvv:n;*7Vv&J8V>Tl8&^ e) ^IsUf 

'H-NlUKCDClj) 

6 1.16 (s, 9H) 1.23 (s, 9H) 1.44 (s, 9H) 3.20-3.35 (m, 4H) 3.32-3.37 (m, 
5 4H) 5.92 (s, 2H) 6.09 (s, 2H) 7.41-7.49 (m, 2H) 7.52-7.57 (m, 2H) 

e) 4- [7- (2-^P7x=^) - 1 - (2, 2 t 0 ^^ 
^j^jgvk) -2, 6— 3, 6, 7-fh7bKP-lH-^ 
y 8 -4;v\ h°^7^y- 1 -#/vfft>m t -tttV^Xv-As 

4- [7- (2-^37^) -1, 3-lf*- (2, 2-^^VK/P 
10 t°^-=7V^^^) -2, 6-v f ^-^y-2, 3, 6 , .7 -T h 7 t Fp - 
1 H-7°y ^-8 -^/V)]t°^<7^V- 1 t -T^/W^TVl^. 

22 7 gfcf h9kKB7?yiOml, ^^;^;V20ml fc^U 1, 8 
-i?7f k'^^o [5, 4, 0] 7>"r7J- 7—3^0. 5 18ml^Ux.s ^ 

15 £48) 1 . 0 2 5 g %mtc 0 
'H-NMR (CDC1 3 ) 

5 1.16 (s, 9H) 1.44 (s, 9H) 3.22-3.24 (m, 4H) 3.33-3.35 (m, 4H) 5.90 (s, 
2H) 7.43-7.47 (m, 2H) 7.51-7.57 (m, 2H) 8.71 (br, 1H) 

f) 7 - ( 2 - ^ P P 7x=;W) - 2 P7 1 8 - (fcXy^y- 
20 1— 1M -1, 7-^kKP7''jy-6-t>' 

4- [7- (2-^pp7x^v) -1- (2, 2--^y 3-;vzfv \?jr^)Vir 
-2, 6-l?**y-2, 3, 6, 7 -7 h 7 t: Kp - 1 K-^V 

y-8-4;v] ^7^-1-^Vi t-7°f;v^7;v8mgl:N, 

N-^^/VzivVAT^ KO. 3mllCil|U 7*0^07*^^0, 0 5m 
25 1 , tmt* y7A2 0mgl:JDi, 50° C Lfc 0 
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W&WM (0. l%hy7;vtotitt) &J?v^c 0 ) HTffSgU anaffrS-ft 
5 1 . 8 9 m g 

MS Ve (ESI) 375(MH + -CF 3 C00H) 

g||fcff).l4. 2- [7- - l-^^7V-6-^-^y-8- (t° 

^7^-1-^) -6, 7-^tKP-lH-7 P Uy-2-^/m^] 7 

10 a ) 2 , 2 -3?* ^vl^P [ 7 - ( 2 - 1 ?vW- 2 , 

6-i?**y-l, 2. 6, 7-ff7bKP7!)y-3-^f^1 ^f^x^f 

2, 2-^f;v7Pt 5 ^i [l-^^/V-2, 2, 
6, 7-rf7tKP7!Jy-3 — f;v] ^^/V^^x/H . 871 g£N, N 
15 -^f/V*M7^K3 0mlMU 5g, 

;U7"pWK0. 7ml^ ^M^T«»^Lfc 0 RjtSttSrftSfe^^'C 

^y-ls-ffiSt^f'Jl' (3: 2) ^W^PU^ *IBf&&*2. 1 2 g£r#fc 0 
20 b) 7- (2-^-/M -l-pt^-3. 7-^KP7'gy-2, 6 

2, 2--^^^/V7 s a t°^-y^ [7- -l-^^/W-2, 
6-^^V-l, 2, 6, 7-7 1 h7t Kp^U t^Ara-XT 

25 'H-NMIUCDCIj). 

5 1.91 (t, J=2.4Hz, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s, 1H) 10.62 (s, 
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1H). 

'H-NMRCCDClj) 

5 1. 48 (a. 9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 37 (s, 3H) 3. 37-3. 39 (m, 4H) 3. 58-3. 60 
(a, 4H) 4.87 (s, 2H) 9.68 (s, 1H). 

-6, 7-^Kn-lH-^i)v- 2 -^^i -^-_„; 

4- [7- (2-^-^) -1-^^-2, 6-^^y-2, 3, 6, 

-^H*^ 8 m g , 2 -/^7x^f^ fvWcc*^ lOmg^N, 
N-^f W A 7 >KO. 2mlW| L , OmgtM, 
5 0° CfcT|**«#Lfc e BaSJRtCftH*^^^, ^ lN-SiM 

fW»nvF^77^ CT*h=hy^-*»lMWH (0. l%h 
20 !J7;^^t)^^fc 0 ) (CTilL,«^i. 0 7mg*#fc. 
MS Ve (ESI) 451 (MH + -CF 3 C00H) 

-^^) - 2 - t^yy^-^- i _ ^ 

-SzLlgggj^- 1 - i . 7-^b Kn-/U.V- 6 - ty MJ7A , 



15 
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MS a/ e (ESI) 385 (MH + -CF 3 C00H) 

MMM6.' 7- {2-y^=-M -2- (2-7>3r^) - 1 -**j-;l>- 8 - 
BEBfcft 

5 Sfelft0!l4<i)fc::j8vvt\ 2-7*n^7^=/i^^fvv^*^<Dft:bi9 IC2- 

MS (ESI) 359(MH + -CF 3 C00H) 

H»J7. 7- (2-^=/V) -2-^^P^<^;W^-^v-- 1 -^^/V- 
8- (tf^^i^y— 1 -1. 7-^bKP^!)y-6-ty H)7/^ 

10 ^PjgfiltiL 

MS Ve (ESI) 371 (MH + -CF 3 C00H) 

HjfeM8. 2- [7- -i-pt3vv-6-a-fry-8- (b° 

15 ^y^V-l-^/V) -6, 7-S?fc Kn- lH-7°y 2-^f;^^iX] 7* 

»^j4d)^43V>T, 2-7*D ; €-73in^^^/VJi^7 i /VO^«5 2 — 

MS (ESI) 417(MH + -CF 3 C00H) 
20 2- [7- (2-7*^ryW) - l-^^-6-^y-8- Cg . 

*<9^-l->f/H -6, KP-lH-7°y ^-2-^^^->] 7" 

MMM4d)iZ^X, 2-7*P^7^^^^^V'^^7 1 ^Oftt?.D 2 - 
/n^p t o ^-y^^/vSrffiV^HJI0i|4 bmfflzjtmi,^ ^fB h y 7/v^-n 

*?A':'£±i/yZsTtt&M NH-DM2 0 3 5) &J^T7 D ^ h ^7 7 
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MS Ve (ESI) 404 (MH + ) 

Hjjffll 0. 2- [7 - (2-^=;y) -i-^^- 6 -^-dry-8- (fc» 
^7'^- 1 —4 M -6, 7-^tKP-lH-^yy-2-W^3 / 

4- [7- (2-^=7V) -l-X^-2, 6 2, 3, 6, 
7-rf7tFo-lH-^!)y-8 — f/V] tf^<7^^-l-*7V7KV^ t 
-^l/x^f/l'Smg, 2-7'D ; e7 t n f^-^^^vVo^TVH Omg^rN, 
N-^fM;l/A7 5KO. 2ml|:|jSm U ? A i o m g SrJq^- % 

io 5o° c\z.xmL9kftvito R&mimwt^A'&toz.s ^ iN-m.m-xm 

u 4- [7- (2 -77-^) -2-(i-^^>^ 

^Yfyyj- (Tir h =. h V ;v-fc$mm ( 0 . 1 % h V 7As*nmSt$G) 
MS Ve (ESI) 375(MH f -CF 3 C00H) 

20 mmmn. 7- -2-^ h^>- i-^a— 8- 

y*?l/-l-4M -1, 7— Kpt 0 ^ ^-6-^-^- h y 7;^pff^t 
a) 4- [7- (2-^?-=/V) - 2-^PP-l-^;^-6-^y-6, 
7-^KP-lH-^y-8->f;v] l-XsvtfyM t-7* 

^-;y^y-;V (a-lh *5 JltJ? 
25 4- [7- (2-7'>=7V) -2, 6 —W PP-7 H — y°}) I/— 8 — 7V] 
^7^y-l-^^yj t— j/gVkg^7V^ (a -2) 
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4- [7- _i_^,v_2, 6-i?**y-2, 3, 6, 

7-7h'9K Ko-iH-yy t'^vV- 1 t 

-^/^^x^5. 127 g m«yy75ml(Ciiim 120°C(C 
T«ti#L/c 0 KI^ISIL, »Th7t Kn77y50ml«L 
5 fc 0 i©t©lrl»-t-^7g, 7K7tKo77y5 0mK 

TkSrt-N y «7A i o o gs tR2 o omi ©Hl^i^t; 

10 (2-^^=/V) -2, - 7H-y]) y- 8-4^1 tXyv^y- 

t-^yVJi^x/H. 3 4 8 g PH-NMRCCDClj) 5 1. 50 (s, 
9H) 1.87 (t, J=2.4Hz, 3H) 3.64 (m, 8H) 4.81 (q, J=2. 4Hz, 2H)] 

y-mm^^ a ■. so mn#iiu>9, 4- [7- (2-^=^) -2-^ 

D P-l-^^v- 6 -^-dry- 6, 7-v>fc Kb - lH-^y V-8--fyV] 
15 t 0 ^7v^-l-7j^V@£ t--7i-)V^y-JV ['H-NMRCCDCl^ 5 L 49 (s, 
9H) 1.83 (t, J=2.4Hz, 3H) 3.42-3.44 (m, 4H) 3.59-3.62 (m, 4H).3.73 (s, 3H) 
4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g^fc„ 

bj 7- -2-/- h*iy- 1 -y- ^;V-8- (fcX7>7y- 

1-4 )V) - 1, J-^KP/Dy-e-ty h V7/u*viffiMM 
20 4- [7- (2-y^=/V) -2-^PD-l-^f;V-6-^y-6, 7 

Kn-iH-r/y^-8-' f/i/| txr7y- i-7j^>^ t-y^ 

^x7f^8mg^^;^0. 2ml {^flfU 7k#fb?- h y 17^1 Omg 

mLtc a ^nmzmm^ mm* h y 7;vtPiiiiiiL, ^nufc 0 » 

25 IrMmif^^^n-^ h^^y^- (T-fe h= h y^-TKm^fia (0. 1% 
h y y^n^^) Sr^fc,,) KXmUUMBfc&Vo 1 . 7 2mg £#fc 0 
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MS Ve (ESI) 317(MH + -CF 3 C00H) 

7^-1 - 1, 7-^bKP^!Jy-6-ty 
£tt$!l lb)-e^^y-;v^^v^5^l9(-^^/-/^ffiVNT^il^|l lfc 

ivvc^*^ h^77^-itu iffii^^-pt^/-^ (20:1) 

'H-NMRCCDCls) 

5 1.42 (t, J=7.2Hz, 3H) 1.82 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 4H) 3.40-3.42 
10 On, 4H) 3.46 (s, 3H) 4.51 (q, J=7. 2Hz, 2H) 4.90 (q, J=2.4Hz, 2H). 
MS ale (ESI) 331 (MH + ) 



mm i3. c 7 - 


(2 


-^-, V ) - 


1 -^7^-6 


-^y-8- (t°^ 




6, 


7-^fc Kn- 
















imm 14. c 7 - 


- (2 


- 


1 -*^7U-6 


-Jr*y-s - (t°^ 




6, 


7-i?t Kp- 


lH-^y >- 


2— T/k^-dri/] @^ 



4- [7- (2-^=/V) -2-^no-l-^f/K6-t^y-6, 7 

-^tKn-iH-yyy-8-^v] t°^7^v- 1 t-zf^ 

20 jBv^ni&m 1 tmmztimu n- (2-^=ao -i-^^v-6-^- 

^y- 8- (t^y^-l—f/W) -6, 7-$?fc Ko-lH-^UV-2- 

-i-^^^~6-^y-8- (t'^^y-i — Y/v) -6,-7-^t Kp 

- 1 H-7°y y- 2— UvHr**/\ mm h y [MS Ve (ESI) 

25 361(MH + -CF 3 CO0H)] £#fc 0 [7- (2-^=-^) - 1 tVV- 6 

8- {\?s<yV>l/-i-4;v) -6, 7-^fcKP-lH-7 p yy-2--<;^ 
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^^ol^-jV^^t^ hV 7 ?v$rv%tW&.\^ NH-^y #<^/v&/Bv>T 

tv^h^yyj-mmu mm^^- * ? ; (20. : 1) ^m^nu"? 

[7- {2--7^~JV) -l-^^V—6-^-^y-8- (fc^^v^- l-'f 
-6, 7-^b Kn-IH-T'y gl^^ai^T 1 ^ 
5 FH-NMRCCDClj) fi 1.29 (t, J=7. 2Hz, 3H) 1.83 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 
4H) 3. 38-3. 41 (m, 4H) 3. 55 (s, 3H) 4. 22 (q, J=7. 2Hz, 2H) 4. 90 (q, J=2. 4Hz, 
2H) 5.03 (s, 2H) ; MS a/ e (ESI) 389(100] £#fc 0 

mmmis. i- (2-^^) -2- - 1 -y 

(fc 0 ^7i^-l—tVV) -1, 7— S^fc Ko^y ^-6-^ h 

10 y 

MS Ve (ESI) 361 (Mlf-CFsCOOH) 

mmmi 6. 1- [7 - (2-^>^v) -i-^^/v-6-^-^y-s- (t° 

15 ^7i?^-l->f^) -6. 7-^b FP-lH-^gy-2->f^t^] 9 S 

IlifeM l 3 fci&v^-c, 2-t Kp ^BM^^^^wft*? 5 R: l — t K 
P^rv-iX^ P^P/^^^V^^^^X/V^ffiV^-CHJifill 3 £|Hi!fc&3; 

20 K^P^K77^ISU M^^-y*/-^ (2 0 : 1) ^tH^W. 

1H-NMR(CDC1 3 ) 

6 1. 19 (t, J=7. 2Hz, 3H) 1. 39-1. 42 (m, 2H) 1. 67-1. 71 (m, 2H) 1. 83 (t, J=2. 4Hz, 
3H) 3. 02-3. 05 (m, 4H) 3. 37-3. 40 (m, 4H) 3. 49 (s, 3H) 4. 14 (q, J=7. 2Hz, 2H) 
25 4.90 (q, J=2.4Hz, 2H) 
MS a/e (ESI) 415 (MH*) 
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&lfegil 1 7. 1 - T7- (2-^=/W) - 1 -^^7V-6-^-^y-8- (fc° 
^^y-l-^iVM -6, 7-^bKP-iH-^yy-2-W^1 v; 

4- [7- (2-7^=7V) -2-^PP-l-^f;V-6-t^y-6, 7 

;n^f;i/2 0mg, 1-fc Kp^S/^ PT'P/^tf/V^y^cc^/i^^Tvv 
2 0mgl:N-yf;Vt , P!j K^O. 2ml|CigU *iftthy!7Al Om 

ttttjbfco fttftflfrgiffiU 4- [7- -2- 
10 tf/M?;^^ o :/n \?;v3r* - 1 9vV- 6 y - 6 , 7 — S?t K 

o-lH-7°y ^-8— f/l/J t°^yv?^- l -#/l^>^ t -zf^V^^y" 
/i^6 3mglr#fco ©£3^ y — ;K) . 4ml, 5 N-TfcH-fb**- h V V A 

Tk^M 0 . 1ml \Z.mm U 5 0° C &CT««# LfCo 1 N-i£l££ 

iffltx^fc-caWLfc. ftWI&*i|fU 4- [7- (2-^=a0 
15 - 2 - ( 1 v-^^ p i/p is) - 1 - y f-A^- 6 V - 6 , 

7-^fc Kn-lH-^P y-8—f/V] tr^7^^-l-*/u#yfife t 
f;vx^^2 2mg*#fc, lmg^hy7;^t3ii}^||U 

m (0. i%hv^Mumm^) srfflv^/t.) jzirttKu m&fc&m 1 . 

20 6 4 m g £#fc„ 

MS Ve (ESI) 387(MH + -CF 3 C00H) 

H»Jl 8. 1 - T7- (2-^-AQ - 1 - y 3yU- 6 y - 8 - (fcT 

■^S^-1-^H -6. 7-i?t KP-lH-yy y-2 — UUg*iS\ *, 

25 4- [7- (2-y^/W) -2- 

-l-ygvi"-6-^y-6, Kn-lH-/!)y-8^;V] 
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1 -iJiVifsVW t -zff-J^^T^l lmglrr h7t Ko77Vl 
mlCtiU MJ^^/VT^^O. 0 5ml N ^B«if/1'0, 05ml 
SrflPfcMfcTl 5^-Ji#Lfc 0 2 0%Ty^~T7k0. lmltti Sli^ 
T 1 5#ift#U S«i-7jc^Px., S^^^rttmbfco «*£»U 

77^- (r-fe b= h y)v-im$&w$ (o. i%hy.7^p^m^) 

MS m/e (ESI) 386 (MH + -CF 3 C00H) 

g|jfc#!ll9. 7- (2-^^7V) (2-t^yTh7^ 

10 KP7 7y-3-^f;vt^) -8- s?^- l — J )V) -l, 7_zj£t 

H2S#1 1 3 MfcV^, 2 - t Kp ^r^^^^^^/K^^^ 9 3 - M K 

15 MS Ve (ESI) 387(MH + -CF 3 CO0H) 

Hjjfeffl2 0. 7- (2-^^^V) - 1-^^-2-7^/^v— 8- (fc° 
^yW-l-y(M -1, 7--v ? fc Kp^U F!)7^pftt 

HJfeflll Sl^&V^ 2-t Ko ^^^^ji^t/V^^^ <9 {£7 ^ / — 

20 frzm^xnmmi 3 ^itMiu, ^i2^^^#fc 0 

MS (ESI) 379(MH + -CF 3 CO0H) 

^WJ2 1. [7- (2-^^/W) -i-pt^-6-^-dry-8- (fc°^ 
7^-l—f;V) -6, 7-i^fc Ka-lH-7°y jflA g|g|3cgvk 

25 Hi£#|13fci:fc3V^ 2-t Kn^r^^^^^x/K^^O K2- (t 
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MS Ve (ESI) 373(MH + -CF 3 C00H) 

MMM 2 2. 7 - ( - 1 , 2 - i?* f-fls- 8 - ( v^- 
l-JM -1, 7-^bKP/!)V-6-ty h y 7;i/tP^ti 
5 4- [7- -2-^0-1-^^-6-^-6, 7. 

-^kKo-lH-/5^-8-^^] t-^ 

drf-^O. 2ml«|U ^W^^pDK (1. 5Wh7tKo7 
0. 2mlttt 50ttTO. 5l$Wa«ibfc. KJSWtMJtU 

77^- "(T-fe h= MJ/v-zMM^IMB (0. l%hy7/vtPSfi^f) Srffl 
V^c„) KXmUU m®i\&&4. 5 6mg«r#fc 0 
MS Ve (ESI) 301 (MH + -CF 3 C00H) 

HM12 3. 7- (2-^=/V) -l-^^;V-2-^^-8- (b°^y 

15 ^y-i — Y/v) -l, 7-v i bKP7°py-6-ty HLZzkaLBlSllill 

4- [7- (2-7*^— 7W) l-^^/V-6-^y— 6,. 7 

Kn- ih-7°!I ^-8— f/H ^7^-l-^>i t-zf^ 
;H7f/V8mg, x h7^^ f i> 7x=;l/*^7^f W7i ? 7^2mglrv 5 t 
^f->-0. 2mll^|L, yf/W^^^ny FO. 5ml (2. 0^6 
20 /v^ac^cn— TA&WQ t tfrfbffi|& 2ml ( 0 . 5 h7tKo77^ 

mm &bhfrzit>m&vitwmo. 3miat 50 0 c^xsmmmn^ 

^if3i»^n-7 h?7 7 4- (X1? h~ hy^-Tk^M (0. 1%M)7 

25 US Ve (ESI) 343 (MT-CF 3 C00H) 

ggijgj 2 4 . 7- (2-y^^k) -l-^^-2-^^-^yV-8- (fc"^ 
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/<y^;W A ^ P y K 0 . 5ml (2. 0 ^/I^^/V^-tvV^ 

») i:IW2ml (0. 5*;PT h9t Ko7 9Vj8t) Srfcfe^Cfe 

5 MS iz/e (ESI) 377 (MH + -CF 3 COOH) 

atMiM 2 5. 7 - ( 2-7^~}V) - 1 =2? 2 ~ ( 2 -7 ai^^fvV) 

-8- (tr^^-i-^/w) -l. 7-^Kpyjy-6-t y hp 7 

7 ai^/W ^v">A^o!)FO. 5ml ( 2 . 0 ^V^^/Voi— r/V 
10 »?0O tS»2ml (0. 5x;Vff7tKP77«) Srfcb^C 

MS Ve (ESI) 391 (MH + -CF 3 C00H) 

11126, 7- (2-7^~/H -l-^^/V- 2-7^^-8- (^ 
-l. 7-^tKp^!)y-6-^ hJJ^n^HBMtt 
15 4 _ [ 7 _ (2-y^W) -2-^na-l-^f^-6-^y-6, 7 
-i?tKP-lH-/yy-8-/f/v] tvy^y-i-^M'yt t-7^ 

20 »aESria»B5Ri«3S«^o^^^9 7>f- (t± h ~ b y >\<-imwm (0. 

1 % h y 7/I^P@»^r) SrffiV^o) KTfllKU ^fBffra^. 6 2mg £ 
MS Ve (ESI) 363(MHM:F 3 C00H) 

mmm27. i- (2-^^) -1-^^-2-7^7-8- (b°^y 

25 ^-1->T7V) -1. 7-^tKP7'!)y-6-ty h'J7;^P^t 
4 _ [7 _ (2-^^^/^) -2-^PP-l-^^-6-t^y-6, 7 
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;Vx^f/V8mglr20%7y ; e=T«0. 2mlWU 80°C^T5 

mm*m®%nmm&tv^ v???**- (r^h^hv^-^^mm (o. 

5 1 % h P ^V^n^a^) £j^fc 0 ) tCTffiM U mm\&m 3 . 8 2 m g £ 
MS (ESI) 302(MH + -CF 3 C00H) 

M0U2 8. 7- (2-^~/V) (8- 
10 JiH 

4 _ [ 7 _ -2-^Pn-l-^f/>-6-^y-6, 7 

-i;tKp-iH-/!)y-8-^^] f^v^- l t —zf'f- 

5 ^w#ufc 0 s/»&mu nmz h v y^vmstkmrnu 

15 h^77^- (Tir h^hy/V-TK^ftW (0.. 

i % h y yj^^mm^) sr^fc.) m-cant u rnmk&yo 6 . 9 5 m g & 

MS Ve (ESI) 316(MH + -CF 3 C00H) 

%:MM29. 7- (2-^^) - l-pt^-2-^^T^y-8- 
20 (fc^yv^-l-^) -1. 7-^KP^!)y-6-ty M7/^p 

4- [7- (2-^f-^/U) -2-^c-l-^^-6-^y-6, 7 

-^tKa-iH-/!Jy-8-'f^] ^7^-i-*^yg t-^ 

;1/X7r^8mg?r4 0 fvKT ^7k»0 . 2mlto£8?U 8 0°C£ 

25 T5^wK#bfc e Rf&mzmmu mm*h))y**vBmmMu mm\^ 
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1 % h y 7JV*vffijt&y&) &/B VVfc 0 ) KXWMU MWC&to 6 . 9 5 m g £ 
1 H-NMR(CDC1 3 ) 

5 1.82 (t, J=2.4Hz, 3H) 2.83 (s, 6H) 3.02-3.05 (m, 4H) 3.39-3.42 (m, 4H) 
5 3.56 (s, 3H) 4.90 (d, J=2. 4Hz, 2H) 
MS mle (ESI) 330 (Mlf-CFjCOOH) 

S1ifeffil3 0. [7- -l-^^-/V-6 -^y-8- (t?^ 

?^-l->f7V) -6, 7 - i^b Kp - 1 H-^y V- 2 -^f;V7 ^ / ] S^f 

10 4 _ [ 7 _ (2-7^-A-) -2-^Pn-l-^^-6-^y-6, 7 
Kp _ iH-^y y-8-> (VH f^7^-l-^^ t-^ 
^^tv^ lOmg^l-^ fvv- 2-t"a y K^O. 15ml «fi¥U ? V 
VV^)V^7."r)V 1 5 m g N by ^5vWT ^50a l Mx-fco 8 

15 }t£ h y ^i^dg^O. 4 OmlttlU ^#*£n*:t tttfTiif§Lfc 0 

ag^^^^^^p^^^^ 7 ^- (T-feh^hy^-TK^id+a (0. 

1 % h y 7 /Vtf-ni^^T) &ffl^7cj {^-CltM U ^15^^ 7 . 6 O m g £ 

MS Ve (ESI) 388(MH + -CF 3 C00H) 
20 it#l3 1. T7- (2-^=/V) -l-7 <^V-6-^y-8- (b°^ 
^V-l-^lQ -6. 7-i?bKP-lH-^'Jy-2->f ;V7$/] ff» 

4 _ [ 7 _ (2-^^/W) -2-^PP-l-^f^-6-^y-6, 7 
-v?tKn-lH-7 , !)y-8-^^] t e ^7.^- 1 -ItA'iRl'fk t-Zf'f- 
25 ;Vx^6mg^l-^f/V-2-t a aP K^O. 15mlKl##U 

yt-^f^^T^ IiI15mgs h y a^A'TS O /x 1 ttx.fc e 
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JWtSr h y 4 Oml WLjl^X^|#ltT|ilfc„ 

(T-fe: h= MJ/V-TMMMlfg (0. 

i % h y s^fc) Kxmmu mmt^m 2. 3 e m g * 

5 #fc 0 . 

MS (ESI) 360(MH + -CF 3 C00H) 

mMM3 2 [N— [7- -l-pt^w-6-^y-8- (b° 

-6, 7-^bKP-lH-7'!)y-2-^;V] *^-)VT 

10 iiii$j3 o^^t, ^y ^^^vk^x/v ^^fflv^ftfroi-N- 

12^^)2. 0 6mg^fc o 
MS (ESI) 402(MIf-CF 3 C00H) 

jjfj3 3. (S) -1- [7- (2-^^7V) -l-^^V-6-^-^ry 
15 -8 - (\?s<7*?>-l-4;V) -6, 7--^fc KP-lH-/yy-2-^^] 
y v^- 2 h y 7^;frPg£M. 

-fn y y^^/v^^^/v «&&^th«J3 0 tmrn^^mv, 

m 1 • 3 5 m g £#fc 0 
20 MS Ve (ESI) 414(Mir-CF 3 C00H) 

»ffj3 4. [N- [7- -l->^/V-6-^y-8- 

1 z^L^) -6, 7-^Kp-iH-7'yy-2 — r^] 

25 ;*fv^y ^^t-T'f-^^X/W »^^V^T^^feM3 0 ilHil^ffiU 
^fB^^ 3 . 1 6 m g £#fc 0 
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MS nje (ESI) 374(MH + -CF 3 C00H) 

$>W3 5. ' (R) -i- [7-_.(2_^ f^) -l-^^-e^jty 

-8- (^7i?y-l->f^) -6. KP-lH-^';y-2-^ ] 

/nu^ ^v^^^/v tmm.*m^xmffi.m sot h^m^u wmz& 

mo. 7 4 m g £#fc 0 . 
MS ml e (ESI) 414 (MH + -CF 3 C00H) 

mmmzfi. 2- T7- (2-^^;v) - i-*f-A--e-;* -*y-8- (tf 
10 ^^-i->r^ -6. 7-^KP-iH -^'jy-2-w-;;] 

£*1. 2 0mg<Mfsfc o 
15 MS (ESI) 388(MH + -CF 3 C00H) 

. ^1fe#J3 7. 2- T7- (2^-^^/M -l-^^V-6-^ y-8- (b° 
^7^-1-^V) -6. 7-^KP-lH-/'Jy-2-{^7^ ] - 

HJfe#l 3 0 M&v^ % if V w^t^^ = r^ mM^ffi^Zttfr D 2 - 

20 r 5 y >r y -ff-vk* ^-jv^y-jv mm^m^rmmm sot mmfc&mh, 

MS ml e (ESI) 402 (MH + -CF 3 COOH) 

«fc«.iR. (s) -2- LLz (2-^^M -i-y^ -6-^y 

-8- (tr^^-i-wvv) -6, 7-&r>- KP-lH-^y V-1-4)V 
25 T | y ] fcfa-^jfejifyl^.XTVV b U 7 JVlr vW^M. 
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#12. 3 8 m g £#fc„ 

MS Ve (ESI) 402(MH + -CF 3 C00H) 

3tffifill3 9. (S) -2- T7- (2-7* f-~flA - 
5 -8- (\£^9'W-1-<<A') -6. 7-^KP-lH- ^y-2-^ 

T y-^ yx )V3L?.=r)v mmM^^^MMm sot pii^'su mm 

ft&tfo 0 . 7 6 m g £#fc„ 
10 MS mle (ESI) 374 (MH + -CF 3 C00H) 

mmmzo. 3 - [7 - (2-^^/v) -l-^^ -e-^y-s- (tr 

^7^^-l—f^) -6. 7-v^b KP-lH-7"y ^-2-^ 7V7^/] ^ 

15 77^yif;Vx^f/V :»!££JlV^^lJ£#!!3 0 ^ittlU Wmft& 
mo. 8 5 m g £r#fc e 
MS Ve (ESI) 402(MH + -CF 3 COOH) 

aafeflui. 7- (2-7 s f'~M -2- -1 

_^^ 7V _ 8 - (tf^^^^-l— T^) -1. 7-^ KP-^'jy-6-t 

20 y 77W:*-P6EBfetft 

4 _ [ 7 _ -2-^nn-l-^f^-6-^y-6, 7 

yH^f;H0mg'^l-^^-2-t'ay KyO. l5mn«U 2- 
* h**y^jVT 5.^2 0 n 1 »X.fc 0 8 0°C^T 1 2mmm.WVtc^s ^M- 
25 $**^mX&mm*WM^*.o r©»hy7/Vtn^0. 4 0ml 
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yj — (Ti? h~ h!)/V-7M^iWB (0. l%Y^)yMnmk^^) SrfflV^ ' 
fc.) fcT»»U «Kft;£to6. 9 5mg*ffc. 
MS Ve (ESI) 374(MH + -CF 3 C00H) 

$1M4 2. 7- (2-7^3VV) - 1-^7^-2- (^WfcU^-4 — f 
5 ;v) -8- (f^v^- l-^v) -l, 7-^bKP^ 'Jy-6-ty b 

£fflV^H«J4 1 tl^ilfcl&aU *IBflS'&4fc7. 3 1mg£#fc 0 
MS j/e (ESI) 372(MH + -CF 3 C00H) 
10 M 4 3. 2 -^v^VT $ / - 7 - (2 =7±^M - 1 - gvj^Z 8 - 

^ y^m^xmmm 41 1 ^itMsu> annb£4& 8 . 4 0 m g &#fc 0 

15 MS Ve (ESI) 392(MH + -CF 3 C00H) 

%ffifl«4 4. 1- [7- (2-^f-^) -l-^^/V- 6-^y-8- (b° 
^S^V-l—OW) -6. 7— Kp-1H-7 p U>--2-^ ;V1 b'-^y^ 

20 ^^cc^a:^^vSrffiV^T^W4 1 61^^*7. ■ 4 3 

m g &^tc 0 

MS Ve (ESI) 442(Mir-CF3C00H) 

mmm4 5. 2- (N-^v^^T^y) - 7- {2 -1 

(^^^>-l-^;k) -1. 7-^Kp/!)^ -6-^ 

25 h !) ZZk^HH^ 

HJiflN lfcl&Vvt, 2-3: b^^^VT^ VSrffiV^S^DtN-^^ 
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^y^r%y^^XmMM4 1 tmmi^Mi^ W&tt&lfoZ. 38mgl 
MS w/e (ESI) 406(MH + -CF 3 COOH) 

M4 6. 7- -2- (4-^pp^/^7U) -1 

^yp/^r^y^m^xmm^u 1 tmn^wmu wme&to2. 84m g ^ 

10 MS aie (ESI) 426 (MH + -CF 3 C00H) 

gUMi-L 7- -2- (4-t< h^r^^^T^y) - 

l-;*3vV-8- (H'^^^^-l— T^) -1, 7-v^ Kp^9 ^-6-^- 

15 3 . 7 7 m g £#fc 0 

MS Ve (ESI) 422(MH + -CF 3 C00H) 

III4 8, 7- (2-^^/M -1-^^-2- {2-y^=-;V^;V 
T^J) -8- (bV<9S?y-l->f/V) -l. 7-^KP^9^-6-ty 

h y zzk±Hl!ligl 

20 1 K:*5VvC % 2-^ h^v-^^/VT5:>' ; S:fflV>Sftt> 1 9 

t ^ is*m^xmmm 4 1 1 ro*K:**au mmt&m 2 . 7 0 m g 

MS Ve (ESI) 406(MH + -CF 3 C00H) 

H»J4 9. 7- [N— (2-7x^ 

^Tvv) ^^r^y] -8- (t^<93?y-i— Ok) — 1. 
25 y y- 6 -a-y h y zzk^Hffl^ 
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7**^svT%i/%m^xmMM4itmmz#mh, wmb&vsz- i7m g 

MS Ve (ESI) 420(MH + -CF 3 C00H) 
5 ^v^-l—O^ -6, 7-^tKP-lH-^yy-2-^;V] grili? 

g:n?VV:n;*fvV&JBV^T|g;!fe0y4 1 tP«Kl«HffiU *l&fb^4IJ 2 . 9 3mg 

10 MS m/e (ESI) 442(MH f -CF 3 C00H) 

gffiffil 5 1. 7 - ( 2 - 1 - * 5vV- 8 - ( g^g V- 1 

^ _ 2 - i^-2-^A^^vvT$y) -l, 7-^Kn/yy-6 
15 ^v«rffiv>r^jfi^j4 1 kmmztBteu «Bft;#*i. 6 2mg& 

MS ale (ESI) 393 (Mlf-CFaCOOH) 

attt ffflfi 2. 1- T7 - (2-7*^;V) - l-^^/W-6-^y-8- (t* 

^^v-i->r^-6. ?-v?b Kp-iH-7 p i;^- 2->f7ui tr^ys? 

^^,v:c;*x^£^-Cll«!]4 1 ^IIMU Sf&ffc^fcO. 9 7mg . 
£#fc 0 

MS Ve (ESI) 442(MH + -CF 3 C00H) 
25 jS1ftffl5 3. (S) -1- 11- (2-7?-fi>) -l-*7-* -6-**y 
-8- (tV^S^-l-^) -6. KP-lH-/'Jy-2-^;V] 
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y t— '7'?A'^aTA'&FB^X%MW4 l ^TO^SU «HEft;-£4& 4 . 0 7 
m g fc#fc 0 
5 MS ale (ESI) 400 (MH + -CF 3 C00H) 

^jjfflj 5 4. 7 - ( 2 ~ 2 ~ gggjfAg | 7 - 1 -*3-}V- 8 - 

10 $^SrffiV>T^ft#!l4 1 ^iMIU, WSMt&%2. 2 4mg» 
MS ale (ESI) 358 (MH + -CF 3 C00H) 

WJ5 5. 7- (2--7^~M -2- (N-^?Vl^5vVT$7) -1- 
7<^-8- (fcf^7^-l-^A0 - 1, 7-v^fc KP7°y ^-6-^ h 

/^TS.^Zm^XmM&H l ^iML, $HE-fl^J3. 27mg5:# 
fc 0 

. MS ale (ESI) 344 (MH + -CF s C00H) 

^iSM5 6. (R) -1- [7- (2-^^/k) - l-^^/V-6-^-^y 
20 -8 - (fc'^Tv^- 1 -4)V) -6, 7-^fc Kg - 1 H-7°U ^- 2 -4/^1 

Hi£#|4 1 IqfcV^ 2-Ji h^:^VT^£ffiV^ft;b<9K: (R) - = 
^n^^^,v^*x/V£fflV^»!j4 l tl^ilMl, ^lEft-g^O. 
8 7 m g %=fifCo 
25 MS (ESI) 442 (Ifflf -CF 3 C00H) 

M5 7. (S) -1- [7- (2-^=7^) -l-^^/U-6-^-^y 
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-8- -6, KP-lH-7"y y-2->T^] 

$mM4lK#^X s 2-^b*V^,Kr^£jlV^fU3<!H- (L) 

5 9 4mg£r#fc„ 

MS Ve (ESI) 442(MH + -CF 3 C00H) 

gffifl95 8. TN- [7- -l-^^V-6--^y-8- 

(1^9^-1-^) -6, 7-^KP-lH-/!)y-2-^] 

/TiZ h~ h P/l'*iV^*iW4 1 iPBMzHMU SfBfb^l. OOmg 
MS Ve (ESI) 355(MH + -CF 3 C00H) 

3H6fl»] 5 9. 7 - ( 2 -2-4 Vfv fcf/VT | I ~ 1 
15 8- (tf^7^~ 1 =dM ILL. KP^y ^-6-^-^ -H)7;l/ 

4- [7- (2-^^/V) -2-^oa-l-^^-6-^y-6, 7 
-i;tKo-lH-7 p !)y-8-'f;v] f^v^- 1 -Xfrtfi/Wt t--?f- 
^^/U6mg%l-*?-JP-2-t 0 v)) K^O. 1 SmlfcfcfcL; 
20 p tf/UT ^50^1 SriP^fco 6 0°C^T 5 B£W8i#LfcJL »^Sr?fc# 
#ttTSiS*R*««bfeo h y . 4 0ml fci§#U 

~ vvfr-im&mteio. i % h y Mv^t 0 ) fc-dftKu 

2. 2 8 m g £#fc 0 
25 MS mle (ESI) 344 (MH + -CF 3 C00H) 

^^J6 0. 7- (2-^^) -l-^^V-8- (tf^7^-l—f 
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)V) -2- (K°VPy-2-4/l<T^ /) -1, 7-^fcFn/!)y-6-ty 

4- [7- (2-^-^) -2-^PP-l-^f;V-6-^y-6, 7 
-i^fc Kf-1H-T°y f/H tV7^y-l-^;^>f t 

5 /kai^x^6mg^l-^^/V-2-t°P!J K^O. 15mlHt)|U 2-T 

5 y t° y 5 o ju i %Mx.fc 0 iio °c^t i 2 ff#r^ii# Lfc^L ^st £ 

(t± h~ hv^-7m®nm (o . 1 % h y y^nwm^m) zm^fcj \z. 
io -tn $i u mmfc&yo o . iom g &#/c 0 

MS Ve (ESI) 379(MH + -CF 3 C00H) 

H»J6i. 7- (2-^^/1^) -i-f5-;v-2-7x.~;vT%; -8- 
(V^ypy-i-JM -i, 7-^bKP7 , !)y-6-ty h U 7;vtp 

mmm. 

15 4- [7- (2-y^;V-) -2-^PP-l-^f;V-6-t^y-6; 7 
-S?fc Kp- 1 u-y°]) y- 8 — f >v\ t'^y-jy- i-%jutfym t-^zff- 
;kx^f;i, 6 m g ^ 1 -y 2 - t°P U 0 . 15ml|:i|U T—V 

yiooni ^njLfco i i or^n 2<mmmwvtc^ s mm#x&»kztt& 
■~ h y ?v-i&mmm (o. 1 % h y £fflv^fc 0 ) fc-c«f»u 

^IB^-a-tJ 3 . 2 3 m g &#fc 0 
MS Ve (ESI) 378(MH + -CF 3 C00H) 

H»J6 2. 1- \1- (2-7**5-~>V) -l-^^/V-6-^y-8- (b 9 
25 s<7*yy-\-4 JV) -6, 7-^t:KP-lH-7'!)y-2-^^] b°^yi? 

y- 3 -fly^y^ h y 7;i^-pM?m 
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4 _ [ 7 _ (2-^-/V) -2-^no-l-^^-6-t^y-6, 7 

^y^^^^x/w2 o ju l M^fco 8 o°C£Ti 2mmMWlstc&, MM 

5 #*%P£#ttttT£jS»MLfc 0 l©«x^y-;VO. 2 0ml, 5N 

-7»n^ h y ^ -m«£o . 2 0mi \mm^tcMu^x 5 R^is^ut^ 

^#*£R£#ttttTaS«MLfc„ r©MM)7;^pito. 4 0 

^77^- (T-feh=h';^-7k»M (0. l%by77V^-n^^^f) £ 
10 JEWCo) fcTffiUlU MlMbl^l. 9 2m g r#fco 
MS Ve (ESI) 414(MH f -CF 3 C00H) 

tlW6 3. (R) -1- [7- (2-^-^) -l-^^-/V-6-^y 
-8 - {V^V'y-l-'tM -6, KP-lH-^y ^-2-^ AO 

15 4- [7- 7 

;H^7/V6mg^l-^f^-2-t 1 n!) F^O. 15mlfc«»U D-:/ 
pijy^f;i/x^7/v Ilil5mg, h V ^f-JVT % V 5 0 fi 1 fc^itJ&fcc 

20 ^f&^*/~/VO. 20ml, 5N-7R^b^MJ ^^TK^O. 20mlt 

(0. l%MJ7/VtPS^|) £fflV>fc„) fc*C»«U *IBflS£*3. 4 2 
25 m g &#fc 0 

MS Ve (ESI) 400(MH + -CF 3 COOH) 
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Hjifcfflj6 4. 2- [7- (2-7^;V) -l-^^-6-^y-8- (tf 

^y^y-i-^vv) -6, 7-^hKp-iH-7 p yy-2-^f^7-;;] y 

Ef&M&l. 1 2mgSr#fc 0 
MS Ve (ESI) 374(MH + -CF 3 C00H) 

M1feM6 5. 7- ~ 1 8 - {M^JW-I-J 

M -2- (b°y j^izWfMi^) ~ l. 7-^bKp^gy-6 
io -a-y M? 

4- [7- (2-y^;V) -2-^no-l-^f;V-6-t^y-6, 7 
-t?tKo-lH-/yy-8-'f;l'] t^7v?y- i -;fr/M?^gfc t-/f 
;Vx^r^6mg^l-^f;l/-2-t°n!j Kyo. 15mlt§m tfJJS? 

^t^fr^p-v h^77^- (T-tK=by/i'-7k^#ttffi (o. i%hy7 

MS Ve (ESI) 394(MH + -CF 3 C00H) 
20 Hjfcff!l6 6. 7- (2-:/^~;V) - 2 ->f V ~?v #3r->- 1 f-JV- 8 - 

(tf^7^v-i->f^) -i, 7-^bKpyyy-6-^ bD'7A'*v 

4- [7- (2-^^V) -2-^PP-l-^;l'-6-^y-6 ) 7 
-S?fc Kn-lH-^y y-8— T/V] fc°^7i^- 1 -^^yS 
25 ;H^f;W6mg^l-^f^-2-t s P!J K^O. 15ml^U 

p/V-A-0. 10 ml, Amiti- bV 5m f>%Mx.tc 0 mm\ZX5f%ffl& 
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;v-7m®t&ft (0. l%M)7;vto»t) £JBv>fc 0 ) fcTttKb, flllB 

5 fc-g^ 2 . 6 8 m g £#fc 0 
MS We (ESI) 345(MH + -CF 3 C00H) 

%n®\&7. 7- -2- ^-y^^^^) - i-y^- 

^-8- (^7^-1-4^) -i, 7-^nKp/j)y-6-ty hi; 

10 «^6 6^*5V>T N -1 > y7 0 o/V-^^fflV>5ft^?)^2-^>'~l-^- 
-/VfcfflV^IQfifcl 6 6 £ HUHKlMSU SUBfb-g-* 3 . 4 0 m g £#fc c 
MS We (ESI) 355(MH + -CF 3 C00H) 

[7- - 1 -p<^V-6-^-^y-8- (b°^< 

y^y-l-^/i^) -6, 7-3?fc Kp-IH-7!) y-2-^f;^77^] 
15 fE^y gvVJ^gT^ h U 

4- [7- -2-^BP-l -y 6 -^"^y- 6, 7 

-v?t Kn-iH-yy ^-8— r/v] tf^^^^-i-*/^^ t-:/^ 

^^^x^6mg^l-y^/V-2-t°i3 y K^O. 15mliC^iU y/V# 

tc 0 u mm* h y y**vmmo. a o m 1 k»#u ia*^^ 

y/i— TKWiti^ (o. i%hyy^n^m^) ^ffiv^ 0 ) fc-cfWRu « 

25 MS V e (ESI) 391 (MH + -CF 3 CO0H) 

^m#!l6 9. 2- [7 - (2-^nAQ - 1 -y gyt^ 6 -^V- 8 - Lg 
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s<7i?>-l-4fr) -6, 7-^t:KP-lH-^y>-2-^/W7T = 

5 {b^4. 3 0mg^fc o 
MS tn/e (ESI) 419(MH + -CF 3 C00H) 

H»7 0. 3- \7- (2--f^M - 1 -*^sU-6-**y-8- (t:° 
^y^V-l-^yM -6, 7-^U'P-lH-^yy-2-^/^77^ ' 

3 . 7 5 m g £#7t 0 
MS Ve (ESI) 419(MH + -CF 3 C00H) 

15 8- Qf^^- -1, 7-^bKP/Uy-6-ty h y 7 >V 

^;t-^£/B^T||J£#ij6 8 ^ilML, *I12fclN&l4. 7 0mg£#fc o 
MS Ve (ESI) 347(MH + -CF 3 C00H) 
20 £MM 7 2. 7 - ( 2 - y^^/W) - 2 - ( 2 - b Kg r s 

)V) -l-^^V-8- (fc 0 ^7v^- 1 -^) -1, 7-^fcKP^!)^- 

25 g 

MS Ve (ESI) 363(MH + -CF 3 C00H) 
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. Hjfe$l7 3. 7- (2--ff-^;V) - 1 8 - (\f^y^y-l-y( 

)V) -2- /vx^yr-M -1, 7-S?fc Kp^U y-6 

-•fry M ZZk^lElIM^ 

5 ;V#7°ht 0 y i^£J^T|l»!l6 8£P*ilK:#MU ^fSfl^M. 66mg 
MS (ESI) 396(MIf-CF 3 C00H) 

HKSM7 4, 7- - 1 -*?-As- 2-^f;^;V7r=;v^ 

10 frvmmM. 

*>V-fr-7$V (3 0%, y*/-^$0 SrfflV>TH»!l6 8 
^IS-fb^ 4 . 0 8 m g t:^fc 0 
MS n/e (ESI) 333 (MIf-CFaCOOH) 
15 Hi&ffil 7 5 . 7- (2-^^/V) -2-'>^p^^^;V77^-1 - 
^fvW- 8- (b^y^y- 1 -1, 7 - Kg :/y V- 6 h 

y y;VfrnffiWM. 

^^^f-^-- ^ffiv^^»ij6 8 tmmiz-f&mu mm^m^. 1 3m g 

20 £#fc„ 

MS m/e (ESI) 401 W-CF3COOH) 

HIS^J7 6. 7- (2-^^/V) -2-^y7 P PbVW^/1^7T^-l-y 
8 - (h'^y^y- 1 - 1 , 7— S?fc KP7°y ^-6-i~^ h 

y 7;w^-p§^M^ 

25 4- [7- (2-^=^) -2-^PP-l-^f;V-6-t^y-6, 7 
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mu mm* v y yMumko. 4 om 1 «$pu »#*»#ttttT 
mm (0. i%hy77v^-P«^) ^^fco) M-cit^u mmt&mA. 

5 6 m g <£:#fc 0 
MS Ve (ESI) 361 (MT-CF 3 C00H) 

10 ;v-8- (fc^?-^- 1 — <>v) -1, 7-^bKP7°!)^-6-ty hy 

HWJ 7 6 M&^T, 7°P^y-2-^-^ h y V&i&%m^Z>ttfr>'9 
|C2-^f;l/-2-^D/-!yft^ y !?iN^£J^Tll;!&#!7 6 t WiU 

\mm u mmt&m 2. 5 8 m g £#/t 0 

15 MS Ve (ESI) 375(MH*-CF 3 C00H) 

7- (2-7*7^-^) 7VU— 8 - (fc° 

^7^-1— f/t-) -1, 7-S?fc Kn^y b ]) 7frJrn%m 

g§36ffiJ7 9. [7- -l-^f^-6-t^ry-8- (b^ 

20 7^^-1-^/1^) -6, 7— S?fc Kp-1H-7°!J V- 2 ->f/V;*/K7 y s ^ 

4- [7- (2-^-yV) -2-^PO-l-^f;V-6-t*y-6, 7 

/H^T/vemg^N-^f/l'foll KVO. 15mliC^fi?U t^U^h^t 
25 |^5vl^*7vV2 0 a* 1, J2@£#y l7^6mg^BxLfc 0 MttSffll^ 
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5 h y ^-fr^W)® (0. ^/v^p^m^W) ^ffiv^cj l:t|| 

U 7- (2-^^) -2-^7W^7 P h-l-P { ^-8- {\?^J*?>- 
1 _^ /V/ ,)_ 1( 7 — -^t: KP7"y I'— 6 —$~y b y :7/KtP|^& [MS m/ e 
(ESI)319(MH + -CF 3 C00H)] £0. 96mg, [7- (2-^>^) -1-^^V 
_ 6 _^y-8- (t'^y^^-l—r/V) -6, 
10 y_ 2 -^v^^77=^] S» h y 7^tP|^iI [MS Ve 
(ESI) 377 (MH + -CF 3 C00H) ] £ 0 . 6 1 m g #fc„ 

$1#18 0. 7- (2-7^vW) -2-^^^/V7^=i/W- l-^^- 

8 _ i-^;v) -l. Ko^y bJLZ^ ' 

15 4 _ [ 7 _ (2--?=?=-M -2-^PP-l-^f^-6-t^y-6, 7. 

;vx^r;w6m g ^i-^f;v-2-t 1 D y K^O. l SmlMU 
/V 20/il, y |)A6mg £rAPx. N ^iU-T 5 iSfBJSH^ Lfc 0 

20 LfCo iWSS^PP^^O. 3 0ml»»U - 7 8 < ClC^iPbfc„ 
^tltffl-^PPl^lft5mg^nx., -7 8^X1 5#1f#Lfc 0 

25 7k»IWB (0. l%M)7;^p^f) Srfl^fc.) ttilU, Sf&ft;^ 
#13. 2 1 m g £r#fc„ 
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MS m/e (ESI) 363 (liflf-CFgCOOH) 

SMLgJ^ 7- (2-7*^~;v) -2-^^y^^^-i-^f-^-8 
- (fc'^^i^y- l -^f;v) -l, 7-^fc'Kp^!J^-6-ty yyyjvir 

5 4- [7- (2-7^=;V) -2-^nt2-l-^^-6-^y-6, 7 
-^t KP-lH-^!)y-8 — f/i/| bf^y^y-l-*^^ t 
/Vx^r^6mglrl-^f^-2-t: 0 n!j K^O. 15mli:i»U 

10 LfCo r^jtSr^PP^^O. 3ml («U -7 8°C^iPLfc 0 i 
Illlffi-^aji^lfSlOmg^jli, -7 8°CfCT15#\ B^X 0°C\Z. 

x 1 5 bfcj RMtsiit h y v j»ffim*.®m*Mz^ p p y * 

15 (0. l%hy 7^niBWrW) £fflV>fc„j KTflfKU WKflS-^l. 19 
MS m/e (ESI) 379 (MH + -CF 3 C00H) 

$»J8 2. 7- j2z^7±~M -2- 9 stj-i-*?-a>-8- 
v^^-i-^/v) -l, 7-^tKp/yy-6-r/ hyy^pfEM . 

20 4- [7- (2-7^=/V) - 2-^na-l-^f;V-6-t*V-6, 7 
-S?fc KP-1H-7U is- 8-4*1 ^7^-1-*^^! X-"ff- 
^x^f^Smg^N-^f^t'PD K^O. 2mll^U 9 sTVQtfr\>y 

/HUTttffiLfc. ^P»*S:*6U 4- [7- (2-7^~A0 -2-^77- 

25 i-y^v—6-^y-6, 7-^t kp- iH-yy y-8 — f*l 
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. - (T-fe h= hy;V-7Xm^®)ffi (0. I%hy7^tn»tt) £ffiV^c 0 ) 

{ZXmnU 12mg£#fc 0 

MS Ve (ESI) 312(MH + -CF 3 C00H) 
5 ^1fe^8 3. 7- (2-^^;V) - 1 ?yV- 6 -**y - 8 - (fc°^<7 

^^-x-^yv) - 6i kp - i h-t°!) y-2- K . 

a) 4- [7- (2--?f-~;V) - 2-fl;W < ^<VV- 1 -y 

-6. 7-v ? b Kp- 1H-T°i) V-Z-JjVWZ^W- 1 t 

10 4- [7- (2-7^-/^) - 2-^na- 1 -^^yU-6-^-^y-6 ( 7 

-^tKn-iH-7 , yy-8-^^] tr^^^-i-*^^ t-y*^ 

7^10 0mg?rM, 5O°C^T0. 5^W^Lfc, K^«^Px.s @^ 
^^H^Ttttt} LfCo *T$Ui&^fiSU 4- [7- (2-^=7V) -2— 

15 tv - i-p*^- 6 y-e, 7-ytKn-iH-^yy-8 — C/H 

fc°^7^- 1 t-^x^l7 0mg^#'fe. d 

9 8mg?rff7tKn77^3ml > ^^y^2mlMU 20%T^ 

^^TtR« 0 . 5 ml, 3 0 %©SMb7K** 0 . 5 m 1 SrJP*., MfcT^ 

•H-NMRCCDClj) 

5 1.49 (s, 9H) 1.83 (t, J=l. 2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 On, 4H) 
25 3.95 (s, 3H) 5.01 .(d, J=2. 4Hz, 2H) 5.54 (br, 1H) 7.61 (br, 1H) 

b) 7- (2-!/^/V) -l-pt^/V-6-^y-8- (fcV^^-l- 
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-6, KP-lH-^!)y-2-»W»$ K 

4- [7- (2-^=/V) -2-%;Vs^4 jV-l-t^-jV- Q-jr^y- 
6, 7-^fc Kn- lH-^y <AA ^7^^-l-*;Hy| t 

-yf /Vx^f;P7 7mglr M) 7^o^tl m 1 C^U »Lfc Q . 

* (5 : 1) *W#fflJ:l>*lBfl^4 9mg*fcfc 0 
'H-NMR(CDC1 3 ) 

6 1.83 (t, J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 3H) 
4.98 (s, 2H) 5.57 (br, 1H) 7.65 (br, 1H) 
10 &6Sflil8 4. 7- (2-7^— M - 2-j}jV7$**y- 1 -ptfyy-s- (fc a 
^v^-1-^) -1, 7-^Ko^yy-6-^ hy7;vtPSIt 

^Ml8 5. 7- (2-^=/P) (b°^7^- 1 

/V) -1, 7-^tKP^gy-6-^ MJ7/M-PBEBfetfi 
15 A - 17- {2 --?=?-=- )V) -2-%;V/^>(;V-l-**f>v-G-jr3ry- 
6, 7-^fc Fa- lH-T-y ^-8-^/k] tf^v^- t 
-T'fyVx^f/H 2. 5mg^f hyt Ko77^0. 3ml^^;-;VO. 
2ml|:8#U 2N-7K^b-7-hy 7^0. 0 5ml^M, 5 0°CKlT2R# 

20 tt&agte^ifcjiJfcflc^nv W7?4 — (Tiz h~ h y /V-tK^Si+B (0. 1% 
M7;^n«f) *rJBV\fc 0 ) fcTHflU 7- (2-^^~jU) -2-% 
Arttis- 1 -^5vv-8- (f^yi^- 1 -^/V) -1, 7 -v=t Kn^y 
i/-6-^-y MJ7;^niiI [MS a/e (ESI) 331 (MH + -CF 3 C00H) ] 0. 4 
4mg, 7- (2 -Z^-A-) -l-^fvW-8- (fcX?^- 1 <JV) - 

25 1, 7 -^tKn7'py-6-ty h V V^Hrxi^mA C'H-NMRCCDC^) 8 1. 81 
(t, J=2. 4Hz, 3H) 3. 54 (br, 4H) 3. 63 (s, 3H) 3. 83 (br, 4H) 5. 02 (s, 2H) 8. 20 
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(s, 1H) ;MS m/e (ESI) 287 (MH + -CF 3 C00H) ] 6. 4m g r#fc 0 

gUftfli] 8 6. 7 - ( 2 -y*?-~;v) -2-*Y 1 - ( 2 - y^jv^jv) 

-8-(t: o ^7^^-i-^/v)-i. 7-^tKp^'jy-6-ty mmm. 

a ) 2. 2-^f/^pb°tyi [7-^y^-2. 6-^ ^y-i-(2 

5 -7a^af^)-l. 2, 6. 7-fb7tKP7'yy- 3-^;V] ^f;^ 

2, 2-^f/l'7°Petyi [7-^>'v ? ^-2 > 6-^^y-l, 2, 

a^vW<yif>-0. 3 8mK ^7KMm^y7A3 9 Omg, N, N- $2*771' 
10 */W»T 5 K 5 m 1 <om&m% 5 0 °CO Wt< 2 B^Mft^ bfc 0 5tjfcWi*W 

m^^s TK^ttWb, «s^7K^ ^fnidtTk^vv mAmm-*??*^*- 

m g 5r#fc 0 
•H-NMRCCDClj) 

15 5 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s, 2H) 6.11 (s, 
2H) 7.17-7.40 (m, 10H) 7.54 (s, 1H) 

b) 2. 2-v > ^^V7°P^V^ f7- (2-^^) -8- ^PP-2, 

(2-7^^^^/V) -1, 2. 6. 7- f K9bKP^ 

20 2, 2-^y^/wy p citr^-^ [7-^^-2., 6-> ? ^y-i-(2 

-7^=7Voi^/V)-l, 2, 6, 7-fh7tKP7°!)y-3-^/H^^ 
*7VV5 4 0mg, 1 0%;<yi?VJ*&m5 Orng, ^8 m 1 OM&VoZ^M. 

25 ^^ait^fi> 1-7*0^-2-7*^0. 15mK l«*!J^30 
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i^S^:*, N-^PO3/^^n*180mg, N, 
7 5 K 5 m 1 2 BftHtiftft bfc c KJ&ttfc 1 ^/Vf h V 

5 *-M«£0. 5ml fcJPjifclk 7Kt?ttt±lU, ^WIttR^ IS • 

bM'fb LTHSBft^ 3 8 0 m g &#fc 0 
•H-NMRCCDClj) 

5 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.11 

10 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 

c) 4- [7- -2, 6-v^^y-l- (2-7^=-7V^ 

-2, 3, 6, 7-rh7bKP-lH-/!Jy-8 — f;U] b^y^y 
- l t -:/^vio:;*-7VV 

2, 2-^^f;^Pt"t^f [7- -8-^an-2, 6 

15 -Vir*y-1- (2-7 ^=.As^=f)V) -1, 2, 6, 7-'xh7tKP7 D y 
y-3--f/V-] ^;HXf^3 8 0mg N tf^yv^- 1 -tf/VatfySfc t- 
7 f ^/kai^7 L /V4 6 Omg,N-^f/Vt'D y K^O. 5ml (D^^ 15 0t 
0 1 5 #M»#L7c: 0 K&iR&itt&^TvK TKT'ttfci} U 

20 (i/i) \z.mMu- 'pmo-yy fjsfsv&mLxzm, 

a/1) xm\ zm. mm*ht>&xmmmmu as5 7o 

m g $r#fc 0 

7k»^ hy7A3 3mgtM, if!.-? 3 0 Lfc„ RfoWiK 1 Nmm 1 
25 m\*M7Ltc&, mm^f-^ tXT^WL, WM&Tkft, £SfP^ifokT*\ 

&*isbk tr* >svj± xmm^s mmmrn u mmit-^m 3 5 0 m g 
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'H-NMR(CDClj) 

6 1.50 (s, 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br. s, 4H) 
3.56-3.62 (m, 4H) 4.15-4.22 (m, 2H) 4.87 (q, J=2Hz, 2H) 7.18-7.35 (m, 5H) 
d) 4- T7- (2-?*f-~}V) -2-^PP-6-^y-l- (2-7^ 
5 ^V^gvu) -6, Kp-IH-^U ^-8-^;Vl bf^yi^-l- 

4- [7- (2-^^/1^) -2, 6-^y-l- {2-y ol=^;V^;V) 
-2, 3, 6, 7-Th7tKP-lH-/yy-8-^;H t^7^-l- 
# /V^g£ t -zf^-jV=sL^=fjV 2 9 0 m g % 3r*r v^-ffc y V 4 m 1 <DtB(frVo& 
10 1 2 O^W* 8 P#ra»*#Lfc 0 KJfi*«rJ*EE»»U h 9 fc K 

P77y5ml(uIj|Lfc„ 3i^-t-7*fA<2 5 0mg, & 

fP^TKm-t- b y !)A«10ml , fh7t ^77^1 Oml (D^W 

15 3 0-5 0 o/oW^^^/^^T:*/ V ft f)Vjl J&fUTby??* 

£*5;ifcv\ #^t?5 o-i o 9 J —fr/lirzW&Xy v-* Ytfyy 
^&*5;iftv\ flH«Mfr&4fe6 Omg£#;foo 

^-NMR (CDC1 3 ) 

5 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.10-3.16 (m, 2H) 3. 40-3.46 On, 2H) 
20 3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m, 5H) 
e) 7- (2-Zf^=^JV) h^r'>- 1 - ( 2 - 7 ^nA-zn^) - 8 - ( b° 

^7^-1-^/H-l, 7-^bKP^!iy-6-ty 

4- [7- (2-^^=7^) -2-^PP-6-W-l- (2-73i^/V 

cuf/v) -6, 7-^tKp-iH-7°yy-8-^;H tV<?s?v-l-;frA' 

25 &yWt t-7"f;H7>f/V7mg, >^;-^0. 5 m 1 fcTk^fb^ 
hy?A (60%»14) lOmgtti i»1?2 0#ffi#Lfc„ K/£$£fc2k£ 
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r V yjVXvmfc 0 . 5ml ZMUMUX 3 0 bfclll Ltc a BUZ 2 

0-8 (0. l%$tM^T) t»7^^nvh^77 

4~«r*sJ:fcV\ «M3'd*4. 3mg£#fc 0 
5 1 H-NMR(DMS0-d6) 

8 1. 80 (br. s, 3H) 2. 85 (t, J=7Hz, 2H) 3. 28 (br. s, 4H) 3. 48-3. 54 (m, 4H) 3. 83 
(s, 3H) 4. 15 (t, J=7Hz, 2H) 4. 97 (br. s, 2H) 7. 16-7. 24 (m, 3H) 7. 29 (t, J=8Hz, 
2H) 9. 08 (br. s, 2H) 

7. 7- (2-^~7V) - h=fr:X- l-(2-7x^3:f;V) 

io -8-(b°^y^>--i-^/v)-i, 7-v?bKP7'!Jy-6-ty 

HKSM8 Qe)^t? ;~;v(D\Xt>K>\z.^$ ;-;v%m^xmW\S 6 e) tin 

1 H-NMR(DMS0-d6) 

5 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br. s, 4H) 
15 3.46-3.53 (m, 4H) 4.15 (t, J=7Hz, 2H) 4.25 (q, J=7Hz, 2H) 4.97 (s, 2H) 7.17 
(d, J=7Hz, 2H) 7.22 (t, J=7Hz, 1H) 7.29 (t, J=7Hz, 2H) 9.04 (br. s, 2H) 
H»J8 8. [7- {2=7±~M -6-^-^y-l- (2-7i=:;Vxf 
)V) -8- (fc'^v^- 1 -6, 7-^t:KP-lH-7 , !Jy-2- 

'H-NMR(DMS0-d6) 

8 1.80 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.29 (br. s, 4H) 3.50-3.56 (m, 4H) 3.68 
(s, 3H) 4. 16 (s, 2H) 4. 23 (t, J=8Hz, 2H) 4. 99 (s, 2H) 7. 24-7. 38 (m, 5H) 8. 96 
25 (br.s, 2H) 

mMM89. T7- -6-t^-y-l- (2-7ai~;V3i^ 
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AA -8- {M^W-l-JjV) -6. Kp-1H-^!I ^~ 2 ~ 

5 ^-NMR (DMS0-d6) 

8 1. 22 (t, J=7Hz, 3H) 1. 78 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 47 
(br. s, 4H) 4. 05 (d, J=6Hz, 2H) 4. 12 (q, J=7Hz, 2H) 4. 21 (t, J=8Hz, 2H) 4. 89 
(br.s, 2H) 7.17-7.35 (m, 5H) 7.51 (t, J=6Hz, 1H) 8.93 (br. s, 2H) 
mmM9 0. 2- [7- {2zz2±~M -6-^-^y-l- (2-7x^/V 
10 -8- (fc°^7^-l-^) ~6. 7-^KP-lH-^!)y- . 

t Lxfcwt* v <?j**m^ni&M8 6 tmnfc&f&istco 

J H-NMR (DMSO-d6) 

15 6 1. 79 (s, 3H). 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 52 (br. s, 4H) 3. 84 (d, 
J=5Hz, 2H) 4.19 (t, J=8Hz, 2H) 4.91 (s, 2H) 7.02 (s, 1H) 7.16-7.40 (m, 7H) 
9.08 (br.s, 2H) 

HmfflJ9 1. N- [7- -6-a-^y-l- \2-7*.~)V 

-8- {M^JW-I-JM -6, 7-^bKP-lH-yyy- 
20 -N-^/VT^ ygffi&^sU^ XT-sis WfcM. 

mMM 8 6 e) X* * J -;V(Dftfr> «9 l-N- 1 fjv? V ^y^fV^^jv M. 

'H-NMRfoMSO-de) 

5 1. 17 (t, J=7Hz, 3H) 1. 80 (s, 3H) 2. 76 (s, 3H) 2. 96 (t, J=8Hz, 2H) 3. 28 
25 (br. s, 4H) 3. 46-3. 52 (m, 4H) 3. 88 (s, 2H) 4. 09 (q, J=7Hz, 2H) 4. 27 (t, J=8Hz, 
2H) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br.s, 2H) 
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»ff!]9 2. [7- {2--f^=-)V) {2-7^)V^ 

>V) -8- (t^yv^-l-^) -6, 7-^Kn-lH-y!)y-2- 

5 nms 6 kmmz.&&Ltc 0 

'H-NMR (DMS0-d6) 

5 1. 80 (s, 3H) 2. 93 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 4H) 3. 72 (s, 
3H) 4. 20 (t, J=8Hz, 2H) 4. 96 (s, 2H) 5. 02 (s, 2H) 7. 20-7. 34 (m, 5H) 8. 87 (br. s, 
2H) 

10 mMM9 3. 7- -2- - 1 - 

{2-7 ^~)Vx-J-;v) -8- (fc°^7 1 — <_M zlLl 7t^Kp^ 

15 l H-NMR(DMS0-d6) 

5 1. 80 (s, 3H) 2L 88 (t, J=8Hz, 2H) 3. 29 (br. s, 4H) 3. 49 (br. s, 4H) 3. 71 (t, 
J=6Hz, 2H) 4.18 (t, J=8Hz, 2H) 4.28 (t, J=6Hz, 2H) 4.97 (s, 2H) 7.16-7.32 
On, 5H) 8.90 (br. s, 2H) 

Ili9 4. 7- (2-^^V) -2-^^vKT^- 1 - (2-7i= 
20 A^E±M ~8- (tf^yi^- 1 — T /V) -1, 7-^bKP7'!)y-6-t 

y mm 

mmm 8 6e)t^^; -^©n*> 9^50 % ^ s ^tk«&jb ^xm 

1 H-NMR(DMS0-d6) 

25 6 1. 80 (s, 3H) 2. 60 (s, 6H) 2. 89 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 
4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br. s, 2H) 
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mMM9 5. 7- (2jz7±~M ~2-^PP-8- (t°^7i?y- 1 f 

a) 4- [7- (2-7^^) -2-^PP-6-^y-6, 

5 4- [7- (2-7^~/V) -2, 6-^PP-7H-7°!)y-8-^f;V] 
tf^^-rl-tf/V^lfc t-^f^f/H.'Og, @^^hyi7^5 
8 0mg, S^^A^/Ufc^fKl Oml <DW&tfo%:, 80t©iM24ffl 

»a#bfc 0 s«i^^f;K 7K-ettwb, ^wm^m, mm^M^ 
w,\ m7kmm^y**sVJ*^ftm®.Mmmm\stco mm 50-7 o%mm^ 
10 ^/v/^^rf-^-e^y *^7A^P7 h *v\ ^g^n^vv 

-^^f-^-e^-fkLT^ia-fb^ 8 0 0 m g £#fc 0 

^-NMRCCDClj) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.44 (br. s, 4H) 3.56-3.63 (m, 4H) 4.94 
(q, J=2Hz, 2H) 

15 b) 7- -2-^PP-8- -1, 

7-^tKp^y^-6-ty hyy^pft^jS 

4- [7- (2-^^/V) -2-^PP-6-t= ) fy-6, 7-i?kKo-' 

m g £ h y 7/w*ns»i^u $fc*svfc. mm&zmimwMi#? h ^ 

20 77^- (T-fe h~ h y^-Tk^M (0. l%MJ7;vtnSl^f) . 





3 . 4 5 m g &#fc 0 




MS Ve (ESI) 307(MH + -CF 3 C00H) 






96. 2 - [ 7 - ( 2 - 






-8- (t°^y v 5 ^- 1 -4 A) 


-6. 7-i?tKP7 p yy-i- 




25 ^yy^hy/w jftllfft 






a) 4- T7- (2-^=/V) 


-2-^PP-l- (2-S/7V 
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4- [7- (2-^=;V) -2-^nn-6-t^y-6, 7-^fc Ko- 

5 O0mg,2-V7;^;^nv^ K6 0mgJ*R»*P ^i^6 8m g> 
N, N-^f^AT^ Klml <DM-a-^^^mT?4B#Wa#Ufc 0 
. KffiWt^fr/^ (1/1), 7kSrJP^^Sr6iau/t e SftSrftBl^f- 

£E»3Bt Lfc D M£r 3 0 - 5 0 %6£gb^/K/^ V % tf)VD yJ±?u 
10 v hy77j—%&zm\ ffflBttS-frttS Omg^lt, 
^-NMR (CDClj) 

5 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 43-3. 49 (m, 4H) 3. 58-3. 64 (m, 4H) 4. 95 
(q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, 1H) 7.39 (t, J=8Hz, 1H) 7. 51 (t, 
J=8Hz, 1H) 7.71 (d, J=8Hz, 1H) 
15 b) 4- [7- (2-^=AQ -1- (2-i/T -2--^^ 
T^7-6-^-^y-6, 7-^tKP-lH-yi)y-8-^] fc'^vV 

— 1 — jfr/Uff^jfe t —zf = f-)V^-7s :: r)V 

4- [7- -2-^nn-l- -6 

7-^t kp- iH-y°y br^^-i-*^ 

20 tf^M t -^;H^f/V8mg, 5 0%v^9vUT 5 V1*MWl2 0 /x 1 N N, 
N-^fM;VA75 K0. 2ml ©M^ltf2«#Lfc 0 W 
SrlUfcx^vK «JI£7ki5fc, i6lfMfe<ft*-Cftofc«*|«Lfc« a 

- ft V\ flHEffrg^ 6 . 5 m g 
25 'H-NMR^DClj) 

5 1. 50 (s, 9H) 1. 81 (t, J=2Hz, 3H) 2. 73 (s, 6H) 3. 38-3. 45 (m, 4H) 3. 56-3. 64 
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(m, 4H) 4. 91, (q, J=2Hz, 2H) 5. 55 (s, 2H) 7. 07 (d, J=8Hz, 1H) 7. 32 (t, J=8Hz, 
1H) 7.46, (t, J=8Hz, 1H) 7.65 (d, J=8Hz, 1H) 

cj 2- [7- -2-v ? p<^T^y-6-^y-8- (fc° 

^=7^-1-4 m -6. 7-^Kp^yv-i-^^^i isoL~± 

4- [7- -1- 

5y _ 6 _^-^y_ 6j 7-^tKo-lH-7'!Jy-8-/f;v] 

10 ^/-/V/tK (0. l%«fi»#fr) »7A^vf^77^-»lL 
HHBfl^fc 6 . 4mg£#fc 0 
1 H-NMR(DMS0-d6) 

5 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br. s, 4H) 3.51 (br. s, 4H) 4.91 (s, 2H) 
5. 40 (s, 2H) 7. 04 (d, J=8Hz, 1H) 7. 43 (t, J=8Hz, 1H) 7. 60 (t, J=8Hz, 1H) 7. 83 
15 (d, J=8Hz, 1H) 8.90 (br. s, 2H) 

&mm97. [7- -1- (2->7 M^;V) -6-* 

^y_ 8 _ *?y-i -4 M -6, 7-^bKP-lH-7°!)y-2- 

HJt#iJ 9 6 b) 5 ^Oftfr 9 ^tt? y a-A^ j-jV^X 1 TJl'& 

1 H-NMR(DMS0-d6) 

5 1.79(s, 3H) 3.29 (br. s, 4H) 3.56 (br. s, 4H) 3.65 (s, 3H) 4.12 (s, 2H) 4.99 
(s, 2H) 5. 48 (s, 2H) 7. 10 (d, J=8Hz, 1H) 7: 50 (t, J=8Hz, 1H) 7. 65 (t, J=8Hz, 
1H) 7.92 (d, J=8Hz, 1H) 8.95 (br. s, 2H) 
25 tll9 8. 2- [7- (2-^-^) - 2 h^- 6 -**V - 8 - 
(b°^7^y-l-^^) -6, KP^!) V-l-Wf /H 
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mmm 9 6b) ^ v<n\x%> viz*?; -^m^x^mk-^ v v 

'H-NMR (DMSO-d6) 

5 8 1.79 (s, 3H) 3.28 (br. s, 4H) 3.48-3.56 (m, 4H) 3.91 (s, 3H) 4.97 (s, 2H) 
5. 32 (s, 2H) 7. 19 (d, J=8Hz, 1H) 7. 48 (t, J=8Hz, 1H) 7. 63 (t, J=8Hz, 1H) 7. 87 
(d, J=8Hz, 1H) 9.05 (br. s, 2H) 

M9 9. [7- {2~-f^;V) - 1 -^T/7<^-6-^-^y-8- 
(bX7^y- 1 -6, 7-$?t Kp- 1H-/D y-2->f ;^/^7 

io z-EZk3 Bgl>Lf2kg^z2k 

a) 4- [7- -2-^pp-I— 'X7Vp*77V-6-3hfry 
-6, 7-i^fc Kn-lH-T'yy-S-^/Vl^^^^-l-^/^^ t 

15 0!)9 6 a) tliTO^J&Lfco 
'H-NMR (CDC1 3 ) 

5 1. 49 (s, 9H) 1. 84 (t, J=2Hz, 3H) 3. 43-3. 49 (m, 4H) 3. 58-3. 63 (m, 4H) 4. 91 
(q, J=2Hz, 2H) 5.18 (s, 2H) 

b) [7- (2-zf<?~;l>) -l-^7;^f^-6-t^y-8- (b^yv^ 
20 zil— ±M -6. KP-lH-^Py-2->f^>W7TS^] ffil 

H»J9 7^*31^ $mmV Ga)X-ntbiri1tik'kV!><Dftt><0K, ±mMMM 
9 9a)T?#bftfcfc^£JSVvC, H»J9 7ilH^^Lfc e 
'H-NMR (DMS0-d6) 

25 5 1.80 (s, 3H) 3.29 (br. s, 4H) 3.55 (br. s, 4H) 3.68 (s, 3H) 4.22 (s, 2H) 
4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br. s, 2H) 
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mm oo. n. -e-a-fry-s- i^l 

tjis-i-sfji,) -6, 7-i?t:KP-iH-/yy-2-W ;v7r=;v] 

a) 4- Tl. 7-tf* (2-^=;^ -2-^ P-6-^y-6, 7- 

f-y&m^xmMMQ 6 a) ilRlfill^jERLfco 

'H-NMR (CDCI3) 

10 5 1.49 (s, 9H) 1.80 (t, J=2Hz, 3H) 1.83 (t, J=2Hz, 3H) 3.40-3.45 (m, 4H) 
3.57-3.62 (m, 4H) 4.93 (q, J=2Hz, 2H) 4.98 (q, J=2Hz, 2H) 

b) n. 7-tf* (2-^^;v) -e-a-fry-s- (fc^v^-l— Y/V) 

15 gttffll 9 7 d&^T N 9 6 a) t?# bfrfc^^fU) 9 fc, ±fa^» 

1 0 0a)^1#feft;Mb^£ffi^-c, HJfc#|9 7 fc^iafcKl'frfftUt. 
'H-NMR (DMS0-d6) 

8 1.79 (s, 6H) 3.28 (br. s, 4H) 3.53 (br. s, 4H) 3.67 (s, 3H) 4.15 (s, 2H) 
4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br. s, 2H) 

20 mmmioi. i. 7-tf* (2-^^v) -6-**y-s- 

HJIflJ 1 0 0 T\ P =i-/Vfifc* ^vWn*7VKE>fU> 9 VT^t h 

y pASrJBVvCHiKfll 10 0 fc^^^UfCo 
25 'H-NMR (DMS0-d6) 

8 1. 81 (s, 3H) 1. 82 (s, 3H) 3. 28 (br. s, 4H) 3. 56-3. 63 (m, 4H) 4. 95 (q, J=2Hz, 
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2H) 5.07 (q, J=2Hz, 2H) 9.04 (br. s, 2H) 

mmm 102. 1,7-^(2 zl?±~M - 2 -y h **s- 8 - cg^g 2 

HJfefll 10 0-C\ U a— /H&p* ^v^X7VV©f^;fr.!9 f£ x y * y — yv* 

5 ffiWT, 7K*-fb"^ h !> LTH«!l 1 0 0 kmmfc&tfLLtc, 

^-NMR (DMS0-d6) 

5 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br. s, 4H) 3.47-3.55 (m, 4H) 3.98 (s, 3H) 
4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br. s, 2H) 

Hjiff!lio3. [i-ry;v-7- (2 -e-^y-s- (tr 

10 <<?i?y- 1 -4>V) -6, 7-^tKP-lH-/!Jy-2-^^;V77 = 

a) 4- [l-Ty/V-7- (2-^~/V) -2-^PP-6-t^ry-6, 
7-i?tKP-lH-7 , !)y-8-^] l-.ftA'^Bfe t-:/ 

15 H»J9 6a)-e2-iXT/-<^v ? ^n-V'l' K©ftfc>9 m*<bT y^SrfflV^T 
IfclfeM 9 6 a ) fcP«|C^fifcLfc. 
MflKCDClg) 

8 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 38-3. 45 (m, 4H) 3. 55-3. 63 (m, 4H) 4. 90 
(d, J=5Hz, 2H) 4.93 (q, J=2Hz, 2H) 5. 19-5.29 (m, 2H) 5.93 (ddt, J=10, 17, 5Hz, 
20 1H) 

b) [i-ry/w-7- (2-y^=-M -6-^y-8- (t^y^-i- 

12k) ~6, 7-i>fc KP-lH-/yy-2-^;^;W77=^] Si^f/^ 

25 1 0 3a) T^fctbfc-ffc^SrfflV^T, HWJ 97i I^^J&LfCo 
1 H-NMR(DMS0-d6) 
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6 1. 79 (s, 3H) 3. 27 (br. s, 4H) 3. 48-3. 56 (m, 4H) 3. 66 (s, 3H) 4. 12 (s, 2H) 
4.70 (d, J=5Hz, 2H) 4.98 (br. s, 2H) 5.07 (d, J=17Hz, 1H) 5.21 (d, J=10Hz, 
1H) 5.89 (ddt, J=10, 17, 5Hz, 1H) 9.07 (br. s, 2H) 

$tMi 04. i-ry^-7- -e-^y-s- 

'H-NMRtDMSO-de) 

10 5 1. 81 (t, J=2Hz, 3H) 3. 29 (br. s, 4H) 3. 57-3. 64 (m, 4H) 4. 81 (d, J=5Hz, 2H) 
5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, 1H) 6.00 (ddt, J=10, 17, 5Hz, 1H) 9.12 
(br. s, 2H) 

&mm-\ ns. i-t»/w-7- -2-^ b*v-8-(tv< 

l H-NMR(DMS0-d6) 

6 1.79 (t, J=2Hz, 3H) 3.27 (br. s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4.55 
(d, J=5Hz, 2H) 4. 94-5. 02 (m, 3H) 5. 12 (d, J=10Hz, 1H) 5. 87 (ddt, J=10, 17, 
20 5Hz, 1H) 9.04 (br. s, 2H) 

SffiBlmfi. T7- - 1- -6- 

^y- 8 - (^7^-1-4^) -6. 7-i?tKP-lH-^!)y-2 

a) 4 _ [_7_— (2-7^^/t-) ~ 1- 12-* -2-^pp- 
25 6-^y-6. 7-^bKP-lH-^!)y -8-^1 fcf^9^>— 1 
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6 a)-e 2 -vr J ^y^pv^ K©ftt5 9^2-^P^f-/V^ 
f;i/x^f;^fflv^tIW9 6 a) k®mfc&j$Ltc 0 

'H-NMR(CDCl3) 

5 1. 49 (s, 9H) 1. 83 (t f J=2Hz, 3H) 3. 36 (s, 3H) 3. 39-3. 45 (m, 4H) 3. 56-3. 61 
5 (m, 4H) 3.69 (t, J=6Hz, 2H) 4.50 (t, J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 

b) 17- {2--?*5-~)V) - 1- (2-p< hfriX3^/V) -6-^-^y~8- (b° 
^y^y-\-y{ ?V) -6. 7-i?t KP-lH-^j)y-2-W^77 = 

9 7 fc*3V>"C* H«!l 9 6 a) T?#fenfc<b^0^t> 9 fc, -hfB^fiJ 

io i o &a)x^htitc^^m^x, mmm9 7 tmm^j&istc B 

l H-NMR(DMS0-d6) 

5 1. 80 (s, 3H) 3. 25-3. 32 (m, 7H) 3. 50-3. 55 (m, 4H) 3. 61 (t, J=6Hz, 2H) 3. 67 
(s, 3H) 4.14 (s, 2H) 4.25 (t, J=6Hz, 2H) 4.98 (s, 2H) 9.00 (br. s, 2H) 
Hjfe#110 7. 7- (2-^^/V) -1- {2-* h**S^?-M -6-^- 

15 fry- 8- i^ypy- 1 — ov) -6. 7-^bKp-iH-^yy-2- 
it-r b ]) ^^m^xmmm 1 o 6 1 ptMtfc. 

^-NMR (DMS0-d6) 

20 5 1. 81 (s, 3H) 3. 25 (s, 3H) 3. 29 (br. s, 4H) Z. 55-3. 64 (m, 6H) 4. 34 (t, J=5Hz, 
2H) 5.08 (s, 2H) 9.05 (br. s, 2H) 

Hii#i|10 8. 7- (2-7^/W) -1- (2-/- hfrv^^-AO -2-* 

-^^xm^mk* y vA,z&mt LxmM&\ i o 6 tmmz&f&^tco 
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'H-NMR (DMS0-d6) 

S 1. 79 (s, 3H) 3. 23 (s, 3H) 3. 27 (br. s, 4H) 3. 46-3. 55 (m, 6H) 3. 94 (s, 3H) 
4.13 (t, J=6Hz, 2H), 4.96 (s, 2H), 9. 03 (br. s, 2H) 

a) 7-^v7l— 1, 7-^fcKP/!ly-6-ty 

^y^/yi8. 2 3g^ ^vw^Mn^ K 9 0 m 1 \z.f&M U ^s*?;vzf 
#\ ±a*Sr»*, *fWLfc^^S:l 0%Jfilft (1 3 5ml) fcl»#U 7 0°C 

4 8 g &#7c 0 • 

b) 4- (7-^^^-6-^y-6, 7-^bKP-lH-7'!Jy-8- 

15 7-^^W-l, 7— 5>fc Ko^y-6-*yi 2. 748 g^N, N- 
^WW? K 1 5 Oml N-^nP3M|^U'7. 9g 

£*P;tfCo U RjtS«Sr»tt3i^vfcT#f5bs 1N-1 

7-i?tFP/y>'-6-ty6. 10 3g*#fc. - 
20 <D^(0^\f^7Py- 1 -*/U#yit - ^f ^*^^2 0 g til^U 15 

-*9J~fi' (10 : 1 ) £ 5 s SfBflS'&fc 1 . 5 3 9 g £r#fc 0 

25 l H-NMR(CDCl 3 ) 

5 1. 39 (s, 9H) 3. 07-3. 10 (m, 4H) 3. 35-3. 39 (m, 4H) 5. 44 (s, 2H) 7. 16-7. 18 



WO 03/104229 



PCT/JP03/07010 



171 

(m, 2H) 7.22-7.32 (m, 3H) 7.91 (s, 1H) 12.18 (s, 1H) . 

4 _ (7-^^^/v-6-^-^y-6, 7— Fo-iH-yy >--8-^ 
^p?^77^- (r-fe h^by^-Tkm^ttffi (o. i%hy7^a^ 

10 $^T) MV>fc 0 ) fcTfcSSiU mmfc&W4. 3 1mg£#fc: 0 
MS (ESI) 325 (MH + -CF 3 C00H) 

CTM 110. 7 -^^vM— 1 8 - 1 AO ~ 

l. Kpt'IJ ^- 6 -Hrv h})~7fr3-v&WM. 

15 mmt-s-mzntz-o 

US n/ e (ESI) 339 (MH + -CF 3 C00H) 

mmmi 1 1. C7-^i?/v-6-a-^y-8- ( v^vy-i-JM 
20 a $ib*^<oftt>y K^n^mB^^^^MMmi o 9 ti^n^s . 

MS (ESI) 397(MH + -CF 3 C00H) 

%Mm 112. 7 —<y>V;v- 1 - ( 2 - * b * V ^^VlO - 8 - ( 
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MS a/e (ESI) 369(MH*-CF 3 C00H) 

ail 13. (2-7tit°~/]s) -8- (K°s<7i?>- 

1 — QV) -1, 7-^tKP/!Jy-6-ty 7/1^0 

5 CMl, ^|Bte^£#fc 0 
MS Ve (ESI) 349(MH + -CF 3 C00H) 

MMffl 114. 7 -s<yj?/v- \-*/T J * V-tv- 8 - {M^^-y- l ->f 

10 flkffiU «lEft^£#fc„ 
MS Ve (ESI) 350(MH + -CF 3 CO0H) 

Hjffeffil 1 1 5 . 3- (2-^^/W) -5-^^-2- (t°-<7vV- 1 - 
-3, [4, 5-d] ?i?y-4-*y bV 

15 a) 2--?u=t- 3- (2-^=7^) - 5 - y-T 7 - 3H-^f g ffV~^- 4 

1H-^ /V-4, 5-^*;V^M)/V [CAS No 

50847-09-1] 16. 8 0g©x^/-;H 7 0ml»«4. 5 
6 m 1 SrJn*., 4 8 fit PtWnMSfE bfc 0 Lfc^ % g^^^vV 5 0 0 m 1 & i 
20 tf*2 0 0mi epi, til^Wtv^^^Atgil, *B*U MB 

1 gfciU^-^rvl^nW K8. 6ml4riP^. N M*C 18 ^W«#Lfc 0 
ff|x^5 0 0mll:lDi tK3 0 Om 1 T'3HJi5fc^U iftflS-*- MJ # A<E>|& 

»»3 oomi -?m&vit'&. m^mm^^y^^nmu mmu u 
(9:1) mti&mz.'Os mmik&b*.- 0 9gSr#fc o 
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'H-NWKCDClg) 

5 1. 43 (t, J=7. 2Hz, 3H) 1. 81 (s, 3H) 4. 47 (q, J=7. 2Hz, 2H) 5. 16 (s, 2H) 

b) 4- [1- -4-->yy-5-^hdF-^^VxK=/W-l 

5 A: 

2 -yn^e- 3 - (2-^^W) -5-V-T/-3H--T 

if/nx7;V4. 0 9 g £r tV<9 1 -juutfl/Mfi t -zf^fr 

10 y-mnk^^ (2:1) «fB-fb^4. 4 7 g £#fc 0 

I H-NMR(CDC1 3 ) 

5 1.43 (t, J=7.2Hz, 3H)-1.47 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.08-3.13 (m, 
4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4. 89 (q, J=2. 3Hz, 2H) 

c) 4- [1 - (2 M -5-^b*js%fry$~si'- 4-^*%JW< 
15 g^T Jl>-lH-4 %?*/—A>-2->( )V\ fc'^y^-l-ff/wEVM t -7 

4- [1- - 4 - v'T; - 5 1 H- 

4 ^ 2-4/^1 \f^y-J^- 1 - jj)V7$ j^Bfc t - -ff-As*.* 0 . 
8 0g©x^;-;W2 0 m 1 ^fc«Hb7 A 5 0 %*iSt5 m 1 

20 14 mm 6 0 "CX'MB Lfeo ffi&^,v 1 0 0 m 1 *5 i t/* 5 0 m 1 SrJP ^» 
5 0 m 1 fcSfrfltf- h y ?*<OffiQ7Mm 5 0 m 1 ^JlR&Sfc^U 

h^77^-fCiSU ^f-^-BW*^ (3 : 2) *ffct|#®J;t9, MB 
fc-^fcO. 5 8g£#fc 0 
25 l H-NMR(CDCl 3 ) 

5 1.43 (t, J=7.2Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.12-3.16 (m, 
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4H) 

3.54-3.59 On, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 7.41 (br. s, 
1H) 8.88 (br. s, 1H) 

d) 4- [1- -5-^ ^^v;fr;^#^^-4-p<7vKx/^ 
4- [1- -5-^h^V#/V^~/V-4-^;t#/W^-f 

;v-lH-^;^-/v-2-^^] f^y^y- 1 -XjVtf-yM t-^/u 
a^^/K). 5 8 g^oP^V2 0 m 1 ^^KlT" h77;Vtn|J51 b U 
10 ^A-^y = ^0. 2 3 5 ^JBi, tit 18 ^I#Ufc. i?^ p P ^ ^ y 
5 0ml SrllljSL JfcS***^ h JJ «7^©«&ftzkJ$»2 Om 1 T?i5fei£U 

1 H-NMR(CDC1 3 ) 

5 1.41 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.39 (s, 3H) 
15 3. 12-3. 16 (m, 4H) 3. 56-3. 59 (m, 4H) 4. 42 (q, J=7. 2Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

e) 4- [1- —5- J, h*r\/l)jV^=.;V- l-ff-jVKfls 

20 4- [1- (Z-Zf^—JV) -5-^ h *'^*;nK=^- 4 - ^ f^;V7 7 
siA'A/U* w ^ K-f 1 h — r 5 ?*/—)V- 2 vy- 1 

7V5^y^ t -t/tVwh^tv^O. 5 5 g ©x^ y -;i/3 0 m 1 ^tt 2N It 

25 2 5mlti{im tii^t, IN zkSMlrf- MJ «7 AtK»S£ 1 m 1 <Sr£A/ 
W5*fr(b"J- h y 17 AOffijftlTK?^ 10ml T?»U H*«6Sft*v *S V J* T* 
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15 Lfc 0 2 5 m 1 £JP*. % 0 . INtilOmKit 

UIH<^ h y ^ A©<6dti*»tt 10ml tmti- h V V J*(Dmu7kWWt lOmit 

l>yJ*?xi^ytfy-7j-\^XMU^s ^y-ls-ffik^As (4 : l) 

Hi 9 N 0 . 1 5 g *mtc a 

'H-NMR (CDC1 3 ) 

5 1.43 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.40 (s, 3H) 
10 3. 16-3. 20 (m, 4H) 3. 55-3. 59 (m, 4H) 4. 35 (q, J=7. 1Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

f ) 4- [1 - (2-^=/W) -5-sh^^^-4-b Kp^ 
^f;V-lH->f^^- 2-^/H 1 -fl^V^ t-^ 

15 0°Cf4- [1- (2-^=7V) -5-31 h ^^7^-^-4-^^^ 
7V7T=^*^=^-iH--fs:^V— ^-2-^f/v] \^^<y^y-\-fi)V 
tf^Wt t-7*3-;U^XTfrO. 2 6 5 g Ox^f y -;k8 m 1 ^I^M 

(II) 0. 1 8 7g:l8,fctf**fc» 5 0 9 0I:M, 

ifflffifbfCo Hl-S».K« (II) 0. 18 7 g&JztfzkmtraS^H- h )) 

20 0.0 9 0 SriP £ fcffes 1 5 WMT^ Lfc„ fl^^/V lOOml^ 
0. 5N I|5 0miat %mm*&5 Oml Jfrffc^ h V $ A 

1) i§ffi#W<fc <9s IS^SrO. 1 7 2 gleUKU (1:4). 
25 ®m&m £ •? > SfBfc'&fc 0 . 0 6 1 g £#*: 0 
'H-NMR^DClj) 
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6 1. 42 (t, J=7. 1Hz, 3H) 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 3H) 3. 17-3. 21 (m, 
4H) 3. 41 (t, J=4. 8Hz, 1H) 3. 56-3. 60 (m, 4H) 4. 36 (q, J=7. 1Hz, 2H) 4. 75 (d, 
J=4.8Hz, 2H) 4.81 (q, J=2. 3Hz, 2H) 

g) 4- [1- (2-37*^~;V) -5 -J- h^'>^^^;V-4-^^yV- 

4- [1- ( 2 —rf^-^)V) -5-x- Hp* So*?" 

/V- 1H— f fV-2-- f/V] tVy^y-i-^Vt t-^^ 
^tvvo. 06 1 g ©^PD^^y2miiitrijt;vy^yo. 120 
10 g£#nx. s &iTCl 5^ra*#bfc 0 fcJ&mZ^yJ bitiiU ^JEWLfc 

(7 : 3) mmftmz*), mmit^o. o 5 5 g &#fc 0 

1 H-NMR(CDC1 3 ) 

5 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.23-3.26 (m, 
15 4H) 3. 55-3. 59 (m, 4H) 4. 45 (q, J=7. 1Hz, 2H) 4. 89 (q, J=2. 3Hz, 2H) 10. 36 (s, 
1H) 

h) 4- [1- (2-^^7V) -6-^^/V-7-^y-6. 
-lH-f-;y/ [4, 5-d] K°])fJ^-2-4/Vl \f^^-y-X-f3JV 

tf^m t - 

20 4- [1- (2 - 5 -cr. hdr^^=^-4-*/V5:/V- 1 H 

->f^^V— ^-2-^7V] lf^7^V-l-*/VJj?^ t -^/I'^^TVV' 
0. O5 5g0x^/-;k2. 5mljgf Uf;l/t K7^0. 0 5 m 1 SrJW 
X. N 8 0°C-ei 5 Wm. JE^l 3 O^T* 1 4^W*P^Ufc 0 M;»^jBiltL 

25 (1:1) SlEfl^fcO. 0 3 5 g 

'H-NMRCCDCla) 
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6 1. 52 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 38-3. 42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
MS m/e (ESI) 387.4(MH + ) 

i) 3- (2-7^~;V) -5-^^;V-2- {Td^W-l-JM -3, , 

5 u. 5-di hy7;vtpim 

4 _ [ X _ (2-^=71^) -6-7<^V-7-^-^y-6, 
1H-W^^y C4, 5-d] t^y^V-l-^/W^ 
t-^f/H^f/J'O. 0 3 5 1 g©^PP^^VO. 4mltitF 
10 V7fr*vffimo. 4mlttl ll$IW£ir?»#Lfc. W:ilt> »8E 

sriijffijRwatt^p^h^^^- (r* h= h v ^-i^mmm (0. 1% 

js y ^a-nSffl***) &ffiv\fc 0 ) fcTffiSiU WRMfrfrfcO. 0 2 9 5 g 
'H-NMR(CD 3 0D) 

15 6 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (ra, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.15 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
MS a/e (ESI) 287. 09 (MH*-CF 3 C00H) 

mmm 1 1 6 . 5 =^s±¥2k**¥* 3 - ( 2 -^-M - g_- (tf 

-3 f 5-s?fcKp-^*v [4. s-di try^^ 

20 - 4 - £ y LjJ Z2k±HH^ 

5 - d 1 try 1 - * A-fr fvjiZ s K 

[4, 5-d] try^^-4-*x Cc 

AS No 8 2 1 3 7- 5 0-6] (R. P a u 1 Gagnier, Mic 
25 hael J. Ha la t and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 21, P 
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4 8 1, 1 9 8 4; 7 7V • i$~?V • i$V W * * 

h -fy^TV • ^ • 1cv9— 5?*-*—7vw • • ^toW 9Vv9 • *r 

^Mi^ 2 1, 4 8 11, 1 9 84 ) 3. 04 g^PP^y50m 
1 h y J^A-T 5 ^ 2 . 0 8g, N, N"^W^77*^^o? 

5 -TK2. 8 0*Jj;tM— S^^A'T^ Ify^O. 2 2g^M> 
MLfCo ffl&^/V 2 5 0 m 1 £iJ0*. % 1 NjfiibKffift 5 0ml, 

h y !> Ao^fPTkM 5 0mi tmti- h y •> AOttf|J*SSEtt5 0 m 1 -cjifi&sfc 

10 Wmt&to 2 . 8 6 g £#fc 0 
'H-NMlKCDClj) 

5 2. 98 (s, 6H) 4. 77 (s, 2H) 5. 74 (s, 2H) 7. 30-7. 39 (m, 5H) 8. 21 (s, 1H) 8. 46 
(s, 1H) 

b) 5 -^y^t^r^^ f ^~ 2-^PP-4-t^y-4, 
15 ±%£V [ 4 , 5 - d 3 if y 1 - ytiLi?* ±*T % F 

^M^m%fs -7 8°C-C'5— <^v ? 7V^-= 3 riX^f-/V-4-^-^y-4 > 5- 

S?fc Kn-f [4, 5- d] t°y 1 -^yV*>^fc^^T5 K3. 

3 4 g©rh7t KU77V15 0mliltn-7 , ^!)f !)^5. 3ml (2. 

O^/W^p^Mf^lgSfc) SrJp^ % lHIB-7 8t; , Cj|#Ufc^ ^t^n 
20 vx.?^3. 26 g©f h7t KD77^2Oml^M0t, 1S^T*±?1§ 

#1t 0 HEfbT* ^!>^©5 %tKM 2 5 m 1 ^*Px., ffiWt^* 5 0mlT?i 

w bfco ^wsr* 2 5mi a:*^ h y «7 j»<Dmft&m& 2 5 m 1 -cjw&&# 
v?yjfy7j-Kxmnu ^y-y-mn^* (2:3) 

25 aWBft^W 2 . 3 1 g Sr#fco 
'H-NMR (CDCI3) 
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5 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, 1H) 
c ) 4 - (e-s<y*?ji,tt*s*<?;V-7-tty-6. 7-i?bKP-lH 

[4. 5-d] tv*?^- 1 -ft/v^Mfe 

5 &*&ffl&T, 5 -^y ^Vt^r f /V- 2 - ^ p o - 4 - t^f V - 4 , 5 

->?tKP/f^)/ [4, 5-d] try^^-i-^A'*vifc^^'T5 K 
2. 3 l gfeiti'tx^^-i-^yi t --f^^^fjy/A. 4 9g 
Sri 5 0°CT?2«^nfibfc o J^Sfcvy *y/V^/7 A^.a^r 
t«l!U BW^fv^fflaWJ: 9 s aUB^^ l . 9 4 g &#fc 0 

10 'H-NMRCCDCls) 

5 3.54-3.58 (m, 4H) 3.71-3.75 (m, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7.35 
(m, 5H) 8.21 (s, 1H) 12.58 (br. s, 1H) 

6. 7-^tKP-lH->f^/ [4, 5-dl b°y^ ^-2-^;W] fcf^ 
15 l-jfryvaK^Mfe t-:/fvV3^7VV 

4 _ (e-^<yV/\s***s?t?-ju-7-jr*y-6, 7-^tFp-iH--f 
[4, 5-d] try^i?^- 2-^/10 ^7^^-i-*^^i t 

-^f;H^f/WO. 216gON, N-^f^*^T5 K2 0 m ljRftC: 
«#!J£J>.0. 7 4 g*3itJ ? 2-^=^i3^^ K0. 0 7 8 g^Px.fc 0 
20 1 6 B*H!|M."Cjltt Lfclfex 5 0mlSrM, ^WM^ 2 0 m 1 *C 

HSfJSU — dr-^V-»^^ (3 : 2) ^ttt^lf «fc 9* WBik^O. 13 9 
g £#7t„ 
25 'H-NMRCCDClj) 

6 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 38-3. 44 (m, 4H) 3. 61-3. 66 (m, 4H) 
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4. 72 (s, 2H) 5. 10 (q, J=2. 3Hz, 2H) 5. 65 (s, 2H) 7. 25-7. 38 (m, 5H) 8. 18 (s, 
1H) 

e) 5 -^^^^^-3- (2-7^^;V) -2- (hN<93?y- 
1-^/^-3. KP^$^ N /r4, 5-dl K°V?^-4-*> h 

5 U-7^P^^ 

4 _ (2-^^;v) -7-^-^y-6, 

7-^tKn-lH-^^/ [4, 5-d] K°V?Py-2-4Al 
y-l-jj/VtfyB t-^f/^T/VO. 0 0 7 3 g&^Jfcfldl 1 5 i) £ 
^WIUISIT, 0 0 4 3 g£#fc o 

10 ^-NMRCCDsOD) 

5 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H) 
5.15 (q, J=2.3Hz, 2H) 5.64 (s, 2H) 7.17-7.32 (m, 5H) 8.20 (s, 1H) 
MS m/e (ESI) 393. 28 (MH + -CF 3 C00H) 

mmm 117. 3 - ( 2 - - 2 - (^7-^- i^AM - 3 , 

15 KP-f$^/ T4, 5-dl K°V?i?y-4-*y f'J7;VtP^i 

mm^mnTs 4- iq-^v^m^^^-i- (2-7^^) -7 

-^y-6, 7-i?tKP-lH->f$^ [4, 5-d] \£'VtfW-2 — 
4 )V\ \L°^7i/y- 1 -Jj^tfyB. t -t^/K^tvvO . 1 2 3 g <D*st v 
20 ^^y8ml»-7 8«9U 9ml (1. O^A- 

. iMIlOmim -7 8°CT?H^2^Wa#Ufc 

?? ufco mmz t° y ^ 3 m 1 u 2 ^^^sm bfc 0 ^ o 

25 BWiO. 3ml«j±^ISU 7 ^~ 

h ~ h y ;v-jm®Wm (0 . 1 % h P 7/v;*-pftg^r) M^fco) (^TftM 
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U M&ik&fa o . o o 5 g &#fc 0 

^-NMRCCDjOD) 

6 1. 83 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 65-3. 69 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 8.21 (s, 1H) 
5 MS (ESI) 273.16 (MH + -CF 3 C00H) 

mmmns 2- [7- {2=y±~M 

a) 4 - [7 - -2- ( 2 -#/W^^VV7 a, ^ ^} 

10 f^-6-t^-y-6, 7-^bKP-lH-^ry-8-^;H tT^3?V- 

4 _ [ 7 _ -2-^nn-l-^f^-6-t^-6, 7 

-^tKo-lH-^!)y-8-'f;V] fcV<?$*f— 1 — i-Zff- 
;Ux7T;V2 0 0mgS:l-^^-2-t o ny F^2. Oml "SMJ 
15 WU*8 5mg, »!J!)A12 9mg^i, 10 0m2W» 
UfCo RlS«4rM*T?ft»Lfc«, 5. 0 m 1 ©zk&aq*.*:. 'S^? 1 

-£^£2 2 lmg (8 9%) #fc e 
l H-NMR(DMS0-d6) 

20 5 1. 43 (s, 9H) 1. 79 (t, J=2. 5Hz, 3H) 3. 23-3. 27 (m, 4H) 3. 36 (s, 3H) 3. 48-3. 52 
(m, 4H) 4. 95 (q, 2. 5Hz, 2H) 6. 59 (td, J=8. 0, 1. 0Hz, 1H) 6. 63 (dd, J=8. 0, 1. 0Hz, 
1H) 7.14 (ddd, J=8.0, 7.5, 2.0Hz, 1H) 7.80 (dd, J=7. 5, 2.0Hz, 1H) 
MS Ve (ESI) 522 (MH + ) 

b) 2- T7- {2--f^=-M -i-*^-6-3hfry-8- j&<z3Zy 

25 -l-J*) -6. 7-^KP-lH-y!)y-2-^Wv'] ^7-; 
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4- [7- (2--?^~;V) -2- (2-#;W-^E^r/K7oiy>^i/) - 1 
l-#/M?y$ t -^f;H^r/V2 1 0mg(C^^/-;U3. 5ml s 4N 

ii-wisf/nwtft 2 . i m i *px.fc„ m&c-c 4 B*^a#m^ 

T> aUB-fb^Sr 1 7 7mg (9 6%) #fc 0 

^-mCDMso-de) 

5 1. 82 (t, J=2. 3Hz, 3H) 3. 28-3. 32 (m, 4H) 3. 48 (s, 3H) 3. 54-3. 58 (m, 4H) 5. 04 
(q, 2.3Hz, 2H) 6.96 (br. t, J=7.0Hz, 1H) 6.99 (br. d, J=8. OHz, 1H) 7.46 (ddd, 
10 J=8.0, 7.0, 1.5Hz, 1H) 7.93 (br. d, J=8. 0Hz, 1H) 
MS Ve (ESI) 422(MH + -HC1) 

mmm 119 3 - ( -5-^ 2 - ( g^g 1 - 

>f/V) -3, 5-e?tKP>f^/C4, 5-d] tfy^^-4-^-y 
a) S-jt^vV-l-HJTyV-l, [4, 5-d]tf 

15 V fr*?x/-A-*-y 

[4, 5-d] t°!)^y-4 
-ty[CAS No 7 6 7 5 6 - 5 8 -6] (S h i h-F o n g Chen 
and Raymond P. Panzica Journal of O 
rganic Chemistry 46, p246 7, 1981; i/— •' 

yt'lr^Xh)) 4 6\ 246 71, 1981) 78. 8 g^^on^ 
^^2. 5 hy^/WT^y7 8. 8»x.fc„ hywn? 

"f .K 1 7 6 g fciU*., 3 H#Hg&# bfc 0 Rfflfcr^A' 7.51 ^0^ N * 3 1 *5 i 

dp^-g^ai^l, (2 0 : 80^f)0 : 10 0) }£m#iljj;<9, $ffB4bl^ 1 
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3 6 . 5 g £#fc 0 
'H-NMR(CDC1 3 ) 

5 3.79 (s, 3H) 6.92 (s, 1H) 7.07-7.13 (m, 6H) 7.32-7.40 (m, 9H) 7.87 (s, 
1H) 

5 b) 2-^PP-5-^^-l-H)f;U-l, 5-^fc Kp^^U. 

5-d] tfj?l/-4-jrl/ 

M©#H^iTs -7 5°C-e5-^^w-i-hy^-i, s-^tKo'f 

%W [4, 5-d] Ify m-4-tV6 8. 3g©Tf7tKo77y4 
l^f-y ^!7A^^^^^W^^7^K2 2 Om 1 (l. 0Wb7tKo'' 
10 7 7Vit) Sr^;^ -7 S'C-ei^Wa^Lfc^s ^f^ani^y8 2. 
3gOfh7tKP77>'2 0 0iiil»te, -2 0°C*-e#m$^fc o i& 

ui±mmvtc 0 wm* t-^^f-^^^i 5 om 1 km 
15 f-^^^x-f/n 0 om 1 i?~iHi^ufc 0 awa-fk 

^6 9. 7gSr#fc, 
'H-NMRCCDClj) 

5 3.78 (s, 3H) 5.81 (s, 1H) 7.25-7.27 (m, 6H) 7. 28-7. 38 (m, 9H) 
c) 4- (6-^^-7-^y-6, 7-^HKP-lH--f^'/[4, 
20 5-d] tf jJ^S^-2->tVV) fcV<7 3^--l-;fr7HE^& t-^f-A^M , 

2-^00-5-^^-1-^1)^-1, 5-^fc Ko^^^y [4, 5 
-d] if V ^^-4-^6 9...7gn°^7^-l-^>^ t-:/ 
^vIoq^tvv 15 3. 4 g «r»1? % «©*H«T"?»#Lfcas & i 0 0°C£T' 
25 iPflLfc 0 SJS&?R^lHlteL^1-<Jitofce>fflit*l 5 0°C£-e_Bf, roja^T* 
1 #MRJ& $ ^fCo KJSJfc&iftSJ Lfc&, f - ^vI^—tv!/ 2 5 0ml 
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mm%0%m& Lfc e t--??-;V*^V^~*r;V2 0 Oml 
7R 2 0 0 m 1 T? 3 Hk IZtcW t--f^)V^ ^jV^—y-;V2 0 0 m 1 T? 2 |e]$5fc#- 

'H-NMRCCDClg) 

5 8 1. 50 (s, 9H) 3. 56-3. 62 (m, 4H) 3. 73-3. 80 (m, 4H) 3. 87 (s, 3H) 8. 16 (s, 
1H) 12.65 (br.s, 1H) . 

d) 4- T1- (2-7^-^) -6-^^/V-7-^y-6, 
P-IH-^^ 1 / [4, 5-d] \fV^^-2-^JVl 

10 S*#HMTs 15tt4- (6-^f/V-7-^y-6, 

1H— [4, 5-d] t°y^y-2->T>'V) t^yi^-l-*/^ 
yffl. t -^7V3i^-r/V8 8. 4g(DN, N-^f^*;WU'5. 5 1 
»»!)!?A4 3. 9g^J;t) ! 2-^^uv^K2 7. 8ml Srfll 

»^fc 0 RjtssKSr^ia-c 2 2««#ufc^, tK i o i 
15 i t?tti±j ufco #hmi 5 1 t? 2 m N mti- hvtJ* omnTkmw. 5 1 x«m& 

Sfc&U zkjf Srgm^A'S l t?2|Hlttmbfc 0 

^Tffl^L, ^^-gB&xfvv (3 : 2^£>3 : 7) ^m#ilfj: ^ ^13^ 
£$3 5 4. 3 g £r#fc 0 
20 'H-NMRCCDClg) 

5 1. 52 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 38-3. 42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 

e) 3- (2-y^^V) -5-/3-^-2- 1 ->f/V) -3, 

25 [4, 5-dl b°U^^y-4-^^ 

4- [1- -6-^f-/V-7-^y-6, 7-^tKP- 
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1H— [4, 5-d] 

t-/f/V^T^5 4, 3 g ©^an^^y200mliil:MJ7 
;HagM82 0 0ml ll$M»#bfc„ ^ffMbfc^ JMSE&Ifc 

g^/v 5 0 0ml U ^m**^ h y 9 * 1 0 1 1 £'> Ufo 

5 Mz.tc 0 IJlPt^ S»^A 1 1 &&Xfi&mki- h V ? A 5 NtK»« 5 0 0ml. 
Sr*Pt> ^rmiSr^bfco ^©«$fe^7KSSr^napt^^l l*C5iatAW 
Lfc 0 ^PHiSSr-g-*?*, TKIMb^ b y 2 N7«5 0 0ml T?ft*U 

IBfc'&to 3 0. 5 g <D^ H %^#fc 0 
10 ] H-NMR(CDC1 3 ) 

8 1.84 (t, J=2.3Hz, 3H) 3.05-3.09 (m, 4H) 3.38-3.44 (m, 4H) 3.85 (s, 3H) 
5.06 (q, J=2.3Hz, 2H) 8.13 (s, 3H) 

mmmi 1 9-2. 3- (2-^~ao -5-^^-2- (t-^v^- 
i-^7v)-3, 5-^b K^f^v [4, 5-di try ^s^-4-*-^ h 

15 ;pxy~ 4-*,^^%% 

3- (2-^=/W) -5-^^V-2- (tf^y^^-1 -^A') -3, 5 
-i?t Kn^S^i/ [4, 5-d] t°y ^^^-4-^-^9 8. 7mg^y 
-/Urn 1 ICiW&bitttfNP— h/V^^/V^^lTK^l 0 lmg©i^ 
-;Hml«i MT2HISPLfc. *rtiJ«J3r*&U 50°CT?1I$ 

20 fflffi&ftM^mmik&miSS. 2mg£#fc 0 
'H-NMR (DMS0-d6) 

5 1.79 (t, /= 2 Hz, 3H) 2.27 (s, 3H) 3.25-3.35 (m, 4H) 3. 50-3. 54 (m, 4H) 
3.70 (s, 3H) 5.13 (d, /= 2 Hz, 2H) 7.10 (d, J = 8 Hz, 2H) 7.47 (d, /= 8 
Hz, 2H) 8.25 (s, 1H) 8.79 (br. s, 2H) 
25 %.tc, Z<DWW,ik&V>)l 0 7. 9 5mg^^T7t h>-£!9 ??J£I&U MB 
4t&m8 4. 9mg<D^ H S:#fCo 
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/t/) -5-^^-3, [4, 5-di i^ym- 4- 

a) 3- t-^>^.^7^^/vT$y tf^y^y-i-a^tfvft 9H- 

5 7;^t w y- 9 f ;^^r;v 

3_^ /V ^>^t°^<y 1 -^tj^ym 9H-7/vti/y-9-'f;M 

f-Acn^TvV 5. 01g©t-/^; —A' 1 O m 1 V hf/Vo^/V 

H^T, 6 0°CT'l 8«MLfco SM^^t, ^f/H 5 Om 1 Z 

10 #n?tfc 0 5 %mm^mm 1 o o m i s 5 %^tk^^ b y * a**^ i 

OOml, TRlOOml *5 £t*lfrffctf- h P !7 ACD^fP*^ 10 0ml 

^a-^ h^y^^-^Tft^b, ^dfy-i/-^^^(4 : 1) ^W^PiJ; 9, 
WMtt&m 1 . 8 8 g £#fc 0 
15 1 H-NMR(CDC1 3 ) 

8 1. 45 (s, 9H) 1. 45-1. 72 (m, 3H) 1. 82-1. 87 (br. s, 1H) 3. 09-3. 30 (br. s, 2H) 
3. 58 (br. s, 2H) 3. 82-3. 98 (br. s, 1H) 4. 24 (t, J=7. 2Hz, 1H) 4. 27-4. 48 (br. s, 
2H) 4. 52-4. 59 (br. s, 1H) 7. 32 (dd, J=10. 3, 10. OHz, 2H) 7. 39 (t, J=10. OHz, 2H) 
7.59 (d, J=10.0Hz, 2H) 7.75 (d, J=10. 3Hz, 2H) 
20 b ) tfX y i? 3 -A ;V1J^ ^ I'M t — i/^vvj:;* =r)V 

3 - t -■? y**sU)Vi?s~)VT % J t 0 ^ y v 5 ^- 1 9H-7;V 
^-1/^-9— f/V^ ^7^^. 7VH. 8 8 g©i^;- 7^2 5 Omli$(^ 

/l-cn^l 5 Oml 0%tK^1 0 0ml iZ.BM^tc 0 7W12r5 

25 N7kmt1- h y !7 AtK^T'T/V^ y LT, ^pp^VI 00ml t'2 
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0 . 7 9 g £#fc„ 
'H-NMRCCDClj) 

S 1.45 (s, 9H) 1.41-1.53 (m, 2H) 1. 65-1. 72 (m, 1H) 1.79-1.86 (m, 1H) 
2.48-2.56 (m, 1H) 2.64-2.70 (m, 1H) 2.78-2.86 (m, 1H) 3.06 (dd, 
5 J=12. 0, 4. OHz, 1H) 3.48-3.62 (br. s, 1H) 4.71-4.88 (br. s, 1H) 

c) 2- -3- j2=7±~M ~5- 

7*^-3, Kp-<^^V [4, 5-d] t°V ?i?l/-4-*>' hV 

2-^pp-5-^f;V-l-M)f^-l, [4, 5 

io -d] 4-^-^0. o 2 o g ^ itFt^!) i^y- 3 - ^f 

vm. t -i/^vv^tvvo . 0 4 0 g s ^Sf<£>#ffl«T, 1 5 o°c-c 1 

fm^A&u&m j: o , a- (6-^f/w-7-t^y-6, 7-i?tKp- 

1H-^5^V [4, 5-d] If^y — f/Kl 

15 ifr/W^^K t-^fA'X^f/l/O. 016gWd 0 ~tl<7)0. 0 0 8 Og 
N-^f/V*M7 5 KO, 6mU:|$U ^f*U!?AO. 003 
8 g *3.fct* 2 -7?'~A''7w( KO . 0 0 3ml SrflU*.., ifit' 18 B^fi^L 
/c 0 R>S»4riWla:^/H m 1 J3ilf*l m 1 fc#fcU »®£rMLfc 0 a 

20 israau msm*vmu »iwi»°-7h^7 7^- (Ti?h~ 

HIBfl^fc o . o o 4 6 g 

1 H-NMR(CDC1 1 ) 

6 1. 74-1. 80 (br. s, 1H) 1. 82 (br. s, 3H) 1. 96-2. 19 (br. m, 3H) 3. 43-3. 79 (br. m, 
25 5H) 3.86 (s, 3H) 5.05 (br. d, J=16. OHz, 1H) 5.23 (br. d, J=16. OHz, 1H) 8.15 
(s, 1H) 



WO 03/104229 



PCT/JP03/Q7010 



188 

£ffifl!li2i 2- (3-r^y^])Py-i-4M -5-^^;v-3- 

-3, 5--^fc HW ^4. 5~d] try 

[1- (6-^^/W-7-^y-6, [4, 
5 5-d] tfy^y- 2-^1") v?:/- 3-^/1"] -#/w-^:/^ t- 
^/u^^x^O. 0 0 8 0 gt5J:tf4-7 , n ; e-2-^f;v-2-^fyo. 
0 0 4ml Sr^THJiMl 2 0 t TOMfBlt^ 0 . 0 0 3 4 g &#fc 0 
'H-NMR (CDC1 3 ) 

5 1.66-1.74 (br.s, 1H) 1.76 (s, 3H) 1.80 (s, 3H) 1.96-2.20 (br. m, 3H) 
10 3.20-3.79 (br.m, 5H) 3.85 (s, 3H) 4.90-5.05 (m, 2H) 5.37-5.42 (m, 1H) 8.15 
(s, 1H) 
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mmmi 22, 2- [7- (2^7±~m - i-*?-^-s-**y-8- (t° 

^7i?y-l-J )V) -6, 7-^bFP-lH-^!)y-2-^;Vt^] ^ 

4- [7- (2-^—^) ^2- (2-^7/^/^^71^7 31/^^) -1-^ 

5 ^7V-6-^-^y-6, 7-^tFo-lH-/!Jy-8-^/V] ^7^- 
1-#,M*>^ t -^/V-^^^/VS 3. OgSrMJ7;^P^16 0ml 
fcJ8«¥L, SiBfcT 1 ^W^bfCo 2M7kg^fb^ h y <7^7j«£ 1 2 

5 0ml SrlfTU iIttlHP B l50^I#Lfc o efe«#J&6SiJ, 
7c&^|S»7K^^/-/H--C^L, 6 0°C^-^#Lgfa^^^4 2. 

10 8g#fe„ 

'H-NMR (DMS0-d6) 

6 1.78 (t, J=2.4Hz, 3H) 2.82-2.86 (m, 4H) 3.18-3.22 (m, 4H) 3.36 (s, 3H) 
4. 91 (q, 2. 4Hz, 2H) 6. 58 (td, J=8. 4, 1. 2 Hz, 1H) 6. 63 (dd, J=8. 0, 0. 8Hz, 1H) 
7.14 (ddd, J=8.0, 7.2, 2.0Hz, 1H) 7.80 (dd, J=7. 6, 2.0Hz, 1H) 

15 MS Ve (ESI) 422 (MH + ) 

gQfcff!Jl2 3. 7 - (2-7^^/V) -2- O-UFP^/PtV^V? 
y^/V) (tf^yv^-l-^) -1, 

4- [7- (2-^f-=/V) -2-^dP-l-p«^7V-6-^y-6, 7 

20 -i^fc Kt»- m-zfV >-8 — t'^ify- 1 . x-zff- 

;vx^r;v 7 m g ^ 1 - ^ f /V- 2 - t°P !) h*Vo. 15ml|i»U 3-/- 
/lo&^h- 1 -l/n/V-/!^ 0 /z K »!)^6m g ai 

WLfco tll^SiU a^5N^7k«0. 5ml%*P^ W%%** 
25 ?*:^#ttTMU7t 0 »IWl»Pvh^77^ (T-ferh=hy 
^-Tk^feWlft (0. 1 % h y 7/V^-n'B^^) SrffiV^Co) i-tiil, ^IB 
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ft&b 3 . 1 5 m g &#fc 0 
MS a/e (ESI) 377 (MH + -CF 3 C00H) 

12 4. 7 - ( 2 --f^^jV) - 2 - (2-fcKP fri^g \*A<W7 
r ~;V) (tf^^i^y- l->fAO -1. 

5 y- 6 -Jrv V U 

3t%09 l 2 3 fcisv^ 3-*^#:/h-l-:7n/V— /u©ftfc>9K: N l- 
t,X,%-7Y-2-7v'</~^%m^XmW\l 2 3i|Hil^ML, ^IB{b^ 
4fc 1 .' 7 0 m g 

MS Ve (ESI) 377 (MH + -CF 3 C00H) 
10 M12 5. 7- -2- (2. 3-^bKP^P^> 

^77£Zk) -l-^^V-8- -1. 7-v^K 

H3&0!ll 2 3fcfev>T N 3-^/v^y h- 1 -^P/V—^^ftfr!)!^ 3- 
7? ^y|,_ 1> 2-7"^^^^— /V^fflV^^^Jl 2 3 iHifllCftils 

i6 mmit^rn 2. 6 3 m g 

MS Ve (ESI) 393(MH + -CF 3 C00H) 

mmmi26. 3- f7- (2-7^^-) - 1-^^-6 -a-^y- 8 - 

(tr^S^-l-^AO -6, 7-i^b Ka- 1 H-^y y- 2— <dVXfls7 
20 4- [7- (2-^=^) -2-^PP-l-^f^-6-t^y-6, 7 

;Vx^V7mg?:l-^f/V-2-fP!J FVO. lSmlKSHU 3-^ 
;^h/Pt J tyf2 0^ U »!)^6mg'^i *»fcT5l*MJt 

25 tll^lU»H)7^PSlO. 4 0mll:»»U4*^^ 
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-**£*WB (0. l%h!)7;vtP||^l) &fflV\/t 0 ) fcTttKU ^fBte 

^4. 6 0mgSr#fc o 

MS Ve (ESI) 391(MH + -CF 3 C00H) 

lijl 2 7. 2- [7- {2-7?'-A') -l-^f^-6-t^y-8-(t:° 
5 ^v^-l — f/V) -6, 7-^tKP-lH-^!>y-2-WA'77 = 

:/p tr a-^Bfe b P. Z2^±BJ!iiiL 

H»Jl 2 6tC*SVvt % 3-^^/^nt'tyiOftfc!)(:> 2-^7V^7 
7 B h7°nt' , ^->-^^ffiV>T^iifyi 2 6 ^iMSL> ^IBjb^6. 10m 

g %ntc 0 

10 MS /z/<? (ESI) 391 (MT-CF 3 C00H) 

HM112 8. 2 -s-:/^*;^ 7=^-7- (2-^^7V) - 1 -p*^ 
^-8- (tf^yv^- 1 -^f/V) -1, 7^j£t Kp^U V-§-^y yy 

15 -^-/v-?rffiV>-C^»!l 126i: mmztmis, HfBfc^4 . 68mglr# 

fco 

MS Ve (ESI) 375 (MH + -CF 3 C00H) 

jjil2 9. 7- (2-7^^) -l-p*3vW-8- (bf^9S?^-l- 
^f/I^) -2-7°Pt:V^7U7 7^/W-l, Kp7°!) ^-6-^ Kjj 

20 

1 /HfcJ8V*-ClQt0! 1 2 6 t ^ItMlL, . 6 1 m g % 

MS m/e (ESI) 361 (MH + -CF 3 C00H) 
25 HMffil 13 0. 7 - ( 2 -zfj-^-JV) - 1 - ;* gvVi: 2 - ^ P ^^/W^/W 
77^7V-8- (\f^<y^-l-y( ;V) -1, 7 - Kg 7" 9 6 
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^ y?-$-~A'&%^Xm&W 12 6 t^WIU, ^lEft^#J5 . 1 5 m g & 
5 MS role (ESI) 387 (MH + -CF 3 C00H) 

3mm 13 1. 7 - ( 2 -;/^^) - 2 - R^V/w^v:? r -/v- 1 - * f- 

(z'^yv^-i-jfr) -l, 7-s?t: Kp-zqy-e-a-y m 

10 l-^-/U%fflV^r^#ll 2 6fc|Rl«|£«aU «»Mb^*4. 9 6mgSr 

#fCo 

MS Ve (ESI) 487(MH + -CF 3 C00H) 

Slfcffl 132, 2 - ( 2 -T S / if;^/^77^;V ) - 7 - ( 2 --f^-M 

_ 1 _^^v- 8 - -l, 7-e?tKpyyv-6- 

15 £1/ H)7^toft»ift 

/wSrfflV>*r«W 126i: iRHUfc&SU 3 . 9 8 m g 

■ MS m/e (ESI) 362 (Mtf-CF 3 C00H) 

20 mrnm 133. 7 - ( 2 =t±~m - 1 - * gv^= g - (t^?^- 1 - 

^) -2- (Wxy-2-^^7T^» -1. 

Uttffli 1 2 6 fcaawc, a-^^^b/pft^^ui^ 



25 £#fc 0 

MS /z/e (ESI) 401(MH + -CF 3 COOH) 
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gMi!3 4. 7- -1-^^-8- (K°^7i?>—1- 

-2- (1H- [1, 2, 4] MJ7/"/V-3-^^77=/V) ~ 

gMWi 2 6^*5v^x z-ttvx-fyfv \?*ym<Dftt>*)K s 1H-[1, 

5 2, 4] h U T^J—fr— 3 — ;V' ; lrffiV , >T^ifi0!l 1 26fc IH^l'^Sbs M 

lB{fr8^2. 5 4mg£#fc 0 

MS (ESI) 386(MH + -CF 3 C00H) 

^^■113 5. 7- (2-^=^) 

^/V) -2- (b°!J ^y-4-^;WW77^) -1. 
10 6 -Oris h 1? yfrirnW®^ 

1 2 6 &£*5V^ 3-^/V*^hyat°^-^©n^^^, tTJJi?y- 

4 -^-^m^xmi&m i2Qt mn^vmu nm^m o . 7 7 m g & 

MS Ve (ESI) SQeOtfT-CFgCOOH) 

15 mmmi3 6. 7- (2-^^) -i-^^-2 -7»=^77= 

;V-S- (K'^yW-l-' <M -1. 7-^bKP^gy-6-ty hy 

Hi&0il 1 2 6 fcifcv^ M°JryWt<nlXt> 9 ^ ^•e^" 

;vSr^v>-tHiS^J 126i PtlfcMU ^IBft-^ l . 4 4 m g £#fc 0 

20 MS (ESI) 395 (MH + -CF 3 C00H) 

gjjllL (R) -2-TS/-3- [7- (2- ^^/V) -1-^^ 
/V-6-^-^y-8- (t°^7^-l— <A0 -6. 

H«J 1 2 6 fc*5VvT\ 3-^^^b/oWy|C^9l^ L-^X 
25 -^fcffl^-Cl&feflll 2 6 tUSHjffll, tW&fb^4. 3 8mg«r#fc. 
MS (ESI) 406(MH + -CF 3 C00H) 
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mmm ns. 7 - ( 2 -^^^iv) - 2 - ( 2 - /■ f /v^p g/v^Ag z e 
^) -x-^^y-s- (tr^^x-i-^^) -1. 7- ^bKP7"yy- 

5 1 -=f ;4--/v&ffivvt^liS#J 12 6 ^itMU SflBf&£*4. 

5 2 m g £r#fco 
MS Ve (ESI) 375(Mr-CF 3 C00H) 

mmmi3 9. 1- {2 -2- (1, 2-^^WPt:v ^;v 
7XE2k) -1-^^-8- (if^9^-i->r^) - i- 

^_ 2 -^*-/ufcjBv>T£Ei609 1 2 6 1 mmKtim u anaft-a^ 3 . 0 

3 m g £#fc 0 

MS yz/e (ESI) 389(MH + -CF 3 C00H) 
15 £ilfcfl!ll4 0. 7- (2-^^) -l-^^V-8- (^7^-1- 

. - 2 - (try 53^-2 --f;^/^7 ^/v) - 1 t 

- 6 -Jrls hi) 771^13 BEBfefc 

2 6 tmmK^Mu ^ta-fb-a-^ 3 . 6 o mg 

20 £#fc„ 

MS Ve (ESI) 397 (MH + -CF 3 C00H) 

mmm 1 4 1 . 7 - ( 2 - 2 - (ih-^-; w<-a>- 2 

*;V7t~>V) - 1 -7*^-8- (if^^y-i-^) -1, 7-'^K 
p^!)y-6-ty M)7;vtPiii 
26 HMJl 2 6fc*3VvC> 3-^;^yh/Bt'tyWfc5fc, lH->f5 
W~,v- 2 -^fr-/v£J8V>THi£0!l 1 2 6 i: Pil^SL, ^fBlb-a^ 5 . 
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7 5 m g &#fc 0 

MS (ESI) 385(MH + -CF 3 C00H) 

4M -2- (f 7'/-;i/- 2-^f;W7y^) -1, 7-^tKP^!)v 

- 2 /VSrffiV>THlfi^ 126i FHUfc&JiU *l&fb-£& 3 . 8 6 m g 

MS Ve (ESI) 402(Mfr-CF 3 C00H) 
10 £ffiflMl4 3. 7- -2- (77y- 2-^;V>W;V7 

7 =/V).-l-^^V-8- (fcT^?^-l->W -1. 7->?bKP7°y 
y-6-*y MJ 7)Vi>r p BEBfeHL 

f/v) ^zm^xmmmi 2 6 ^ii^ii, ^fafc-a-#j4. 

15 8 4mg£#fc 0 

MS Ve (ESI) 399(Mr-CF 3 C00H) 

3ljifc0ll4 4. 2- [7- (2-^^/V) -l-^ ^/V-6-^^y-8- 
(tf^^y- 1 -^/U) -6, 7 - v^b Kp - 1 H-7°P V- 2 -/f ;V^/V7 

20 HflfrWl 2 6K:*3Vvt\ 3-^V*7 , f7 , nt , ty|©^9^ 2-pUK* 
7" hT-fe hT 5 K«rffiV>TH»J 12 6 fclHUfc&SU 1 • 8 6m 

g £#fc 0 

MS a/ e (ESI) 376 (Mff-CFjCOOH) 

^life^l 14 5. 7- (2-?^=^) -1-^^-8 - (tT^S^-l- 
25 -2- (f-^-7»> > -2->f^^^/^7y=/V) -1, 7-S?fcKP 

7"'jy-6-i-y hy7^p|^iS 
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3 . 3 5 m g £#fc 0 
MS Ve (ESI) 415(Mtr-CF 3 C00H) 
5 5fettCflill46. 7- -1-^^-8- (tf^7^-l~ 

_ 2 - [1- (Wx^-2->f^) E^VLMlZZ^k] ~ 1 . 7 ~ 

H1&#|1 2 6K:*5Vvt % 3-^/^^b7 p nt°^->'mo^<9^, 1- 

10 fc-a-^l 0 . 5 1 m g £#fc 0 

MS m/e (ESI) 429(MIf-CF3C00H) 

gflMW 14 7. 7 - ( 2 --7>?~>V) - 1 - * gvVz: 2 = (1-* ^A— 1 H- 

^;^^-2-^W7T^v) -8- (tf^ v^-i— < -l, 

15 4- [7- (2-^^=/V) -2-^00-1-^^-6-^^-6. 7 

-^tFP-iH-7°yy-8-^f/H tr^9^v-i-*/w#vifc t-^ 

;Wx^f^5mgSrl-^f^-2-t°a!J K^O. 15ml«$U 
*f-jV- 1 H--f ^ 2 1 0 m g % #Sfc&'y ^8mg 

20 f-^fcTMlfflLfc. *T*B£»«U 3Wt«:hy7/V*n»»0. 4 0ml^ 

- (T-feb-by^-*^»ffi (0. 1%1-y 7A'*ntt8t&G) &fl§V>fc 0 ) 
KlTflfJJ U SIB-fb^ 3 . 7 5 m g 
MS Ve (ESI) 399(MH + -CF 3 C00H) 
25 ^114 8. 7- (2-1/ ^ ^ -1-^^-2- (4-^*^3 
^. 2 ->f,;VX^7T = ^ -8- (tf^9^-1-^^ -1- 7— 
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f&tM 14 7 fcjSVvC, 1 -tf-fr-r 1 H-W 5 ^^-/W- 2 -^-vKDft 

a U WBft&to 4 . 0 0 m g £#fc„ 
5 MS Ve (ESI) 411(MH + -CF 3 C00H) 

IPJ14 9. 7- - 1 -**f->\>- 8 - vV- 1 - 

£AQ -2- (If y^y- 2-^/^/1/7 7^) -1, 
6 h V 7;is*utim&. 

mmm 147 k&v^ 1 1 h-^t § ^v-^- 2 -^a— /v©ft 

10 frUKl, t°7^^- 2 -^-/^fflV^III 1 4 7i»«U tMBfc 
£*>4. OOmgSr#fco 
MS Ve (ESI) 411(MH + -CF 3 C00H) 

WI15 0. 2- K^/f 7/-/V- 2 -^f/^/1/77^) -7- (2 
-y^-jU) - 1 -^^_ 8 - (b°^7^^-l — C/V) -1, 7-v?bKP 
15 F!)7/vtPSti 

HJfi#Jl 4 7fc*5VvC % 1 - ^ f^- 1 H-^ ^; ^/-/v- 2 - ft- ;v<Dft 

^!Efc-a^ 0 . 0 7 m g &#fc 0 
MS Ve (ESI) 452(MT-CF 3 C00H) 
20 HfflM 15 1. 2 - ( 1 H-s<>y4 $ ?^f—)V- 2 -^/W^/V? 7 — AO - 
7- (2~:/^~A0 -1-^^-8- (lf^7^^-l->fyV) -1. 7- 

^KP7'!)>--6-i-y hy7/utPflii 
H2&#I 14 7 fc*5V>T % 1 3->V- 1 H--Y ^ ?V—)V- 2 - f-^-7VOft 

i h— <-yyy{ % 2 -^-^m^xmMm 1 4 7 1 mm 

25 fc&S U «lB^«fr4& 3 . 1 8 m g &#fc 0 
MS a/e (ESI) 435 (Mlf-CFjCOOH) 
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MMM152. 2- (5-75/- [1, 3, 4] f7^7^;V-2-^^ 
*;V7 7^;V) -7- (2-7^~AQ - 1 - ^ ^ JV - % - (t°^yi?y~ l- 
4)V) -1, 7-v?bKp/p^-6-ty MJ 

H»J 14 7 fc*5V^ 1 -*^-)V- 1H-^^ ¥V-)V- 2 -^-/KDft 
5 fc>?H^ 5-T%y- [1, 3, 4] ^T^Ty^V^-^-A-STJlV^Til 

mm 1 4 7 1 ito^® l> ^iB^-a^ 3 . 6 2 m g %mtc 0 

MS Ve (ESI) 418(MH + -CF 3 C00H) 

IIW15 3. 6- [7- (2-^n;^) - 1 6 V - 8 - 

(fc^yv^- 1 -^/V) -6, 7 -^t Kp - 1 H-^P y- 2 -^;^/V7 
10 T~^l ^^^l^m h!J7;^Piii 

^WJ 14 7 fc&V^, l-t J-JV- 1 H->f ^ A>- 2 7V©ft 

\\&W 1 . 0 1 m g £#fco 
MS Ve (ESI) 440(MH f -CF 3 COOH) 
15 mm,miS4. 7- -2- (4-^f^7x^;V77 

~^) -1-^^-8- (bX7^y-i-^;i.) -1, 7-v^tKP7'!Jy 

HlfiW 14 7 fc&V^ 1 -tf-fr- 1 H — f * ?*S—fr- 2 - /K£>ft 

t>*)\z., 4-^ N^^>^y^-/vSrfflv^TSIli^l 4 7i:P]#lJ:*n ! 3lU 
20 «BflS«a-fc 4 . 1 4 m g £#fc„ 
MS Ve (ESI) 425(MH*-CF 3 CO0H) 

aaSflJlSS. 7- (2-^-;Ix) -1-^^-2- (4-nhP7a^ 

^;v7t^) -8- (t^?^- 1 rd-ik) -1. 7-^bKP7°!Jy- 

25 H»J 14 7 fc&V^, 1 -*3-JV- 1 H-^f 5 ?^—A>- 2 

t>v)\^ 4-n hn^1?:^tf-A'£fflV^liJ£00l 4 7i:»Mt, HI 
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B&fb£* 1 . 5 2 m g £#7t 0 
MS ale (ESI) 440 (MH + -CF 3 C00H) 

5 6. N— [2- [7- -l-^f;k-6-^y- 
8- (tf^yv^- 1 -^f/V) -6, 7-S?fc Kp- !H-:/jJ y-2->f/v^ 

£ffitil 14 7 KU&V^T, 1 fvV- 1 H — f 5: 2 -f^—/HZ>ft 

N- (2-^^^h^^V) T±hTK FZRl^XMMffll 4 7 km 
Mfcfam U *Bfc£-4fe 2 . 3 9 m g £#fc 0 
MS Ve (ESI) 404(MH + -CF 3 C00H) 
10 glM 15 7. 7 - ( 2 ZL?±~M ~ 1 2 - (5 - fyp- [ 1 , 

3, 4] tZ^ZJ^Z ^-2-^f^W7=^) -8- (fc°^7^-l-^ 

/v) -l, 7-^bKP/yy-6-ty h!)7;vtp^i 

HJS^J 14 7 te*3V^* 1 1 H— f ? F^—tV- 2 7KE>ft 

frDfc, 5-p<5vV- [1, 3, 4] f7^/y- ^-2-^— /i^^TH 
15 l«S|147i Nttttl&a U SUB^I^ 1 . 2 4 m g &#fc c 
MS Ve (ESI) 417(MJf-CF 3 C00H) 
H16g8l5 8. 7- (2-^^/V-) -2- (4, 

2-^/^;w7 7^) -1-7*^-8- (hT^^y-i-^/w) -1. 7 

20 14 7 fcL&l^T, 1 -**f-}V- 1 H— f 5 ^/-/V- 2 A'©^ 

ibtMll, 4, §5?^-2-^*— A'tfflV^HJfiWl 4 7 £H 

ilML, WtiBttAm 3 . llmg £#fc„ 
MS Ve (ESI) 425 (MlT-CFaCOOH) 

jdfefli.ll 5 9. 7- (2-^^/W) -1-^^-2- (4-^/1^7/ 
25 -;V-2-^^^77^;V) -8- (fcV7^-l-^^) -1, 7-^fc 
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MBtfft 14 7 tefci^ 1 - * 1 H — f ^ ¥V—;v- 2 -ft-;voft 

a U ^IBfl^J 4 . 0 1 m g 
MS (ESI) 416(MH + -CF 3 C00H) 

5 mmm no. 2 - (^^y^f-y-A— 2 -^/i^v? 7 - 7 - ( 2 

14 7 fc&V^Ts 1 —* l-As- 2 -f-;*— 

fc> 5 m % ^yyt^t/ww- 2 -^-/vtrffiVN-c^WJ l 4 7 £ PUSfc&S 

10 L s «|B4b^ 0 . 8 4 m g £#fc 0 
MS Ve (ESI) 436(MIf-CF3C00H) 

gjjfeffjl6 1. 7- (2-^^^;V) -l-;t7vW-8- 

-2- ([1. 3, 4] f7^7^-2-/f;^;^77^) -1. 7 
-^bKP7°!)y-6-t'/ MJ7;^Pi^^^ 
15 HJSfll 14 7 fc&V^ 1 -*=f-)V- lH-'f^ 2 /KDft 

fcDfc, CI, 3, 4] f7??7/-;l'-2-ft- /V^^tllMl 4 7 £ IH 

mi^a u «ae{b-a* i • 9 5 m g &#fc 0 

MS ale (ESI) 403 (MH + -CF 3 C00H) 

H3feff!ll6 2. 2-7!?W7t^-7- (2-^~/V) -l-^^/W 
20 -8- (f^v^-l-^) -1. 7-^fcKP^Uy-6-tV MLZ 

Jtttffll 14 7 fcfcV^T, 1 -^fvV— #V—)V- 2 /V<Z>ft 

2. 8 5mg.£#fc c 
25 MS Ve (ESI) 359 (MH + -CF 3 C00H) 

Hjj^l6 3. 7- (2-^=/V) -1-^^-2- (3-^5vW^7 
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7 ^7a=;v7^) -8- (V^yify-l-JM -1, 

!)y-6-t> Mi7/vtaiia 

HJfcfcl 14 7 fc&^T, 1 - * ^/V- 1 H— f 5 ^V— /V- 2 — /V©f^ 

5 ill, «HV&fb^4to 1 . 3 2 m g £#fc 0 
MS Ve (ESI) 424(MH + -CF 3 C00H) 

Hlfefli]164. 7- (2-7^^) —1-^^-8- (fc°^7^>--l- 
>f/W) -2- (ft^7t!)V-4-^;v) -1, 7-^bFP^!)V-6- 

10 H^Jl 4 7^CfeV^T > 1 — ^-^JV— 1 H— -Y ^ *?"/—A'— 2 — = ?-%~—)V(D\X 

3 3 m g £#fc 0 
MS Ve (ESI) 388(MH + -CF 3 C00H) 

»ff!]16 5. 2- [7- (2-^f-=/V) -l-pt^V-6-^y-8- 
15 (tf^^-l-^v) -6, Kp- lH-^y V- 2->f ^;V7 ' 

MMffl 1 4 7{£*5^T, 1 -pifvV- 1 H-^T ^ 2 
fc^fcl, 2-^#7 B h- 2 -^^Pfc^^m^^T^lfe^ll 4 7 tl^il 
fc*Q.« U «fBfb£«l 1 • 6 3 m g £#7c„ 
20 MS Ve (ESI) 405 (MH f -CF 3 C00H) 

Hjjfcff] 16 6. 7 - ( 2 --f^-M ~ 2 - (N-^f y 7°P W ?VVT 5 / ) 
-l-^^W-8- (\*'<9i?>-l->{A>) -1. 7-^fcKP7*!)y-6- 

4- [7- (2-7*f"=^) -2-^PP-l-^f/V-6-^y-6, 7 
25 -5?t KP-lH-T'yy-S-^] 

;Vai^X/V6nig^ 1 2-t°n y KVO. 15mU^U N — f 
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*^*Bfcfr#»fCRjS««r««bfc. :©W«rby7>l/*P|»0. 6 0m 

(r-feh^hy >v-im®W® ( o . l % h V yjvirv fflS&G) 

MS Ve (ESI) 358(Mir-CF3C00H) 

aafrfithfl?. 3- T7- (2-^^ ) -i-^^-e-^y-s- 

10 4 _ [7- (2-^=/V) -2-^cn-l-^f^-6-t^y-6, 7 

-e;th'a-iH-^!Jy-8-^] \i'<?&>-i-*fi'#>WL t 

^f/U5mg*l-^f^-2-^!) KVO. 2ml«U 

7^- (T-feh=b9^-**»lWa (0. l%hy ^/M-pSHa^fr) SrfflV> 
fc 0 ) KTHNK U WSMfc-a-ft 1 • 0 2 m g £#fc 0 
MS We (ESI) 404(MH + -CF 3 C00H) 

sfelfeftihfiB. 4- T7- - l-^^-6-^y-8- 

20 — iM -6, 7-S?fc Kp-1H-^^-2-^;V^ ] 

»J16 7m^ 3-VT7 7^/-/K7)^t9JC, 4-^7/7x/ 
-;v£ffl^-C|l«J 1 6 7 Ilil^SU *fBfl*&* 2 . 7 6 m g £#fdo 
MS a/e (ESI) 404 (MH + -CF 3 C00H) 

_ 2 - ( 3 -},y;V^»^ -1, by 
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-^zm^xmrnm i 6 i t mai-Msu ^ta^-a-^ 3 . 1 4 m g &#fc 0 

MS Ve (ESI) 393 (MH + -CF 3 C00H) 

5 mmmno. 7- -i->^;v-2- {2-^j-jv^?vy 

T-A-^/'frv') -8- (t'^v^- 1 -4 Ad -1, 7--y ? ERP7 P !J^ 

HJ£0!!l 6 7Kl:|8VvC s 3-^7/7x/«-;I/®^»)!^ 2-^W;V7 
7^W7:n/>-/V&ffiV^THJfe0!|l 6 7 tPiMU SUBflS^ 3 . 5 0m 
10 g ^Hfc 0 

MS Ve (ESI) 425(MH + -CF 3 C00H) 

£ffifllll7 1. 3- [7- - 1 8 - 

(E^^y^-l-^) -6, 7-$?fc Kp— 1 H — 7"y ^-2->f/W^^] 

15 4- [7- (2-^;V) -2-^PP-l-^f^-6-^y-6, 7 
-^tKP-lH-7°!Jy-8-^] W— 1 t-'f'f- 

;H^f;P5mg, 3-tFP^Ifl if;H7r/H Omgt:N-^ 
f;HfP!IKyO. 2ml .lnj8$? U *#-fb^ h !> * A 8 m g ilr*P 1 fc„ 90°C{C 

20 trgffiU aSSr^^/^vo. 4mK 5 N-zM&ffe*** h y !7^tK^0 . 1 

miMU 5 0° ci:TM^tfc 0 «iaN-ii^ni, Mfcs 

i % h v y^xnmfc^m zm^tc) Kxmnu mmt-e,® 1 . o 9 m g * 

25 

MS V e (ESI) 423(MH f -CF 3 C00H) 
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«ff!ll7 2. 4- [7- (2-^xyU) -l-^^V-6-^y-8- 

5 ^^ji^^/v^ffiv^T^WJ i 7 i £ iTOfc&auWBf&G* i • 

5 5 m g £#fc c 
MS (ESI) 423(MH + -CF 3 C00H) 

^^117 3. 7- (2-^^7V) -1-^^-8- 

4flA -2- (2-h9^^V) -1. 7-^bKP^!)V-6-ty hV 

10 7^P^^ 

4- [7- - 2-^PP-l-^f^-6-^y-6, 7 

-$?t Kn- 1 H-:/!J 8 — f/v] t^yv^- l 

;H^f;l/7mg^l-^f;V-2-t t py K^O. 2m'll*U 2-^=f- 

- (r-fe h= h y /v-zM^IMS (0. l%fy7;^o^f) «r/flv\fc 0 ) 
fc-C«f§4 U Wl&f&fr* 4 . 4 0 m g £#fc D 
MS (ESI) 393(MH t -CF 3 C00H) 

20 mmm 174. 7 - ( 2 zl!±ej£ - 1 - * 8 - Lgdz 1 - 

^) -2- -1. 7-i^fc KP^y bJj 

H«Jl 7 3m*5V^T % 2-*?-Jl'7=.;—A'<Dftt>*)\C, 4-^^7*/ 
-/V&JB^THJfefll 1 7 3 £ HMgtMU Hffrfb-a^ 3 . 9 5 m g £r#fc„ 
25 MS Ve (ESI) 393 (MH*-CF 3 CO0H) 

mmmi7 5. i- (2-^^) -2- (2-^ v^z^JJt^ -1 
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-7<5vu-8- (\?^7*Jy-l — <M -1, 7-^bKP^!)y-6-ty 

%Mm 1 7 3 £&V^T, 2-^^7oi/-7VO^«9tc:, 2-^h^:?^ 
y -^J^T^fetfiJ 1 7 3 t P«t»It> aUBft-Mb 5 . 2 4 m g «r#fc 0 
5 MS Ve (ESI) 409(MH + -CF 3 C0OH) 

M17 6. 7- (2-^~AQ -2- (3-^ hjFHZ^2 -1 
-pt7vW-8- (tXy^y-l-^/V) -1, 7-^bKP/!J^-6-ty 

lafeW 1 7 3 |Cj8V»"C, 2-^*?-A'7*/*-J\'<Oft*>V)\^ 3^h^7i 
10 y -^SrffiVN-CllifeM 1 7 3 £ HiMIl, «&fb#4b 2 . 8 4 m g £#7t 0 
MS Ve (ESI) 409(MH + -CF 3 C00H) 

mMmn 7 . 7- (2-7?-~M -2- (4-* h*i'7*S*t<') -1 
(tf-^v^- 1 -4 As) -1, 7-^bKP7°!Jy-6-ty 

15 IIJS^J 1 7 3 fc*5V>t\ 2-*^;l'7^y—A'(Ofot> 1 Q\Z., 4-^h^>7x 
/ -A-fc/^THi&M 1 7 3 t UTO^SU SUB-fb-a* 5 . 6 1 m g £#fc 0 
MS Ve (ESI) 409(MH + -CF 3 C00H) 

HMI17 8. 4- [7- (2->^~;V) - 1 - * 6 V - 8 - 

(tf^yity-l — (M -6. 7-i?K Kn-lH-yy 
20 ^^-g^/v^^y ^ K M> ZZk^tES^ 

ItMffll 17 3 fcL&V^T, 2 <f-A>y x. / -jV<D4Xt> *)\Z S 4 - fc Kn 3r 
^V^yv^yy^ K^fflV^T^^Jl 7 3tl^iMIU ai|Bflf£*5 4. 2 
1 m g £#fc 0 

MS (ESI) 458(MH + -CF 3 C00H) 
25 H»J17 9. 4- [7- (2-^^) - 1 gyt^z 6 -ifrfry- 8 - 
(fc"^7v?y- l -^ylQ -6, 7— Kp-IH-7"!; 
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4 . 2 4 m g &#fc 0 
5 MS ale (ESI) 434 (MH + -CF 3 C00H) 

gffiflill8 0. 2- [7- (2-7^^) -l-^^ V-6-^y-8- 
(tf^9S?^-l — (M -6, KP - 1 H-^l? ^ - 2 ->f 

io -/^m^xmmm u 3t maiMsu mmi^m 5 . 2 6 m g ^m- 0 

MS Ve (ESI) 404(MH + -CF 3 C00H) 

HflSffll 1 8 1 . 4- [7- (2-7^-^) -l-^^;V-6-^-^y-8- 
(K°s<*7i>y- -6. KP-lH-7'!)V-2->f/Vt»V] 

15 17 3 fcd3V>Ts 2-^ ^7V7 3: / -;V(Dft%> <9 [£ N ( 4 - 1 K» 

y^7 5 KSrffiV^THWJ 173t TOMSIU Sfaft^ 4 . 8 0 m g 

fee 

MS Ve (ESI) 422(MH + -CF 3 C00H) 

mmmi8 2. 2- n- -i-^^-6- ^-^y-8- 

^f-j^^T^^rMMM 17 3k RiCWU, ©IBft;£* 4 . 

3 8 m g <gr#fc„ 
25 MS Ve (ESI) 451 (Mlf-CFaCOOH) 

«#J18 3. 7- (2-^^^/V) -l-^^/U-8- (bV<9S?^-l- 
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-2- (b°y %^-y-l-4)Vjr^V) -1, 7-^Kp^D^-6- 

*-^*fflVNTHJfil0!l 1 7 3 fc ^il£ftSl, aUBib-^* 1 • 1 2 m g £#fc 0 
5 MS Ve (ESI) 381(MH + -CF 3 C00H) 

jjil8 4. 7- (2-^=^) -2- (4, 

10 tr y ^ 2 ^&/B^T«#y 1 7 3 k ptMu, asiBfls-a-* o . 

6 6 m g £#fc 0 . 

MS (ESI) 409(MH + -CF 3 C00H) 

HMI18 5. 3- T7- (2-^=^) - -^-^y- 8- 

(t^7^y-i-^/v) -6, 7-^n Ka-iH-yy y- 2-^/V^^] 

4- [7- (2-^^/W) -2-^o-l-^f^-6-t=iry-6 I 7 

-^tKp-iH-7*yy-8. — r/v] t^^v^- l—xfrtfi'Wt t-zff-. 

;H7f^6mg, 3 — tKadri/^S#^ xf;n^f/H Omg?rN-^ 

20 3 mmmwu Eu&mzin-mm*uu*.* mwt^Mz.xmm.Ltc 0 mmm* 

*ffiU M£T^=T (7N^;-;« 1. Omll:»U 5 0° 

(0 . 1 % h y ^va-tfftSte^r) fcJBV^fc.) fcTKHRU «fBftl£<» 1.91 
25 m g £#fc 0 

MS (ESI) 422(MH f -CF 3 C00H) 
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$iffil18 6. 4- [7- (2--f^^) 

;Vcn^^7mg^l-y^-2-t 0 oy K^O. 2mll*U4-t Fa 
^>>-3, 5-^f^Ill8mg, »!)!?A8mgtti 1 0 0°C 

10 »a-7f>^77^f- (r-fe b P ^-7K3M£SMa (0. 1 % h y ^/v*** 
fffflW^r) SrfflV^o) ('till, «1Bfls£*2. 7 1mgWc. 
MS Ve (ESI) 451 (MH + -CF 3 C00H) 

mmmi r?. 4- [7- (2-7<?~/rt 6 *- 

(Yf^W-l-JM - 6. 7-S?fc KP-IH-^ J V- 2 -^Kfr^i/] 

15 - 3 -7^p^m#ift b 2 

18 6 fc*5V>T, 4 - 1 Ka^- 3 , 5 -v 5 ^ ^vl^&«©ft*> t> 

U aUBft-fr* 3 . 4 9 m g &#fc 0 
US (ESI) 441(MH + -CF 3 C00H) 
20 «tW!8 8. T4- T7- ( 2-7^/W) -l-^^-6-^y-8 
- (fcV^S^-l-WVV) -6, 7-^bKP-lH-7°yy-2-^^ 

&Jfcfl 1 8 6 fclSV^ 4-tKn^-3, 5 -$^A^WM*©ft*>» 
lc N (4-t Ko^>7x^) g^&ffi^-CHWJl 8 6 fcffi&fc&SU 81B 
25 4fc-a^ 3 . 4 5 m g &#fc 0 
MS Ve (ESI) 437(MH*-CF 3 C00H) 
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III 189. C2-f7-(2 -z2±EJ±H ~ 1 -*±Zk=I 6 -fr^y- 8 

18 6 fc&V^ 4 - 1 Fndr^- 3 , 5 ? , 4'5feJMHfc©ft;b 5 
5 lc % (2-fc Kn^^^x^) BKH*ffiV^^afi«l 8 6 fcEHilfc&aiU «fB 
1 . 3 4 m g £#fc 0 
MS (ESI) 437 (MH + -CF 3 C00H) 

mmmi9 0. 2- (2-7tf;V7x;3r-y) -7- -1 
-*3vV-8- (tf^y^- 1-^V) -1, 7-^bKP^Uy-6-ty 
10 h 2 7;VtPStt 

18 6 fcl&V^Ts 4 - t KP 3 , 5 - ^VV^M^ftfr 9 

1- (2-t Kn^^x^) a:*/ ^2rfflVvrlljii&0!J 1 8 6 tmBfrm 

m L v aiRfb-a* 1 . 9 9 m g &#fc„ 

MS m/e (ESI) 421 (MH + -CF 3 C00H) 
15 H3feff!ll91. 7- -2- (2, 6-^tP7x/^) 

-1-7*^-8- -1. 7-^Kp/ny-6- 

H«J 18 6 fc^T, 4 - 1 Kp 3 , 5 -iV fvW&MfifcOftfr D 

fc x 2, 6-^7/^P7ai/-/W^V^T^^l 8 6 tPIIIMSU ^13 
20 5 . 2 6 m g £r#fc 0 

MS Ve (ESI) 415(MH*-CF 3 C00H) 

j»Jl9 2. 7- -l-^/V-2-^7^tP7x 

y^-8-(tf^9^-i->f^)-i. KP7°yy-6-ty b 

■J7;^pm 

25 ^Ufe^J 18 6 fcl*5V^ 4 - 1 Kp*^~ 3 , 5 77W5&JMH&©ft*> 9 

£ s 2, 3, 4, 5, 6-^^^77V^P7^y-7VMV^^JS^Jl 8 6 tffi 



WO 03/104229 



PCT/JP03/07010 



210 

ill^I U 5 . 6 1 m g «r#fc, 

MS Ve (ESI) 469(MH + -CF S C00H) 

mmm 193. 7 - ( 2 - 1 -^fyv- 8 - (t°^ >>y- 1 - 

j A,) - 2 - [4- (tfpy^y-l-^^^V) ^/^iX] -1, 7--^ 
4 _ [7- -2-^PPi-l-^^-6-^ : ¥y-6, 7 

- l H-7°y 8 — f /Hf^yv^- 1 -*/^^fifc t -zff-jv 
x^r;V 3 0 m g ?r 1 - ^ f^- 2 - t°o U K ^ 1 m 1 WL. 1- (4-t 
Kn^t-^y^/V) tToy ^1 5mg, fcffltJjy V&l lmg»X.s 10 

»nvF^77^ (T-tr hnHJ;v-zfc35M£lWB (0. l%M)7;i^tn 

^rffiV>rt„) «IWb'd'*»2 3. 7mg» 

MS Ve (ESI) 476(MT-CF 3 C00H) 

15 

gUfcfil]19 4. 2- [7- i2jz7±~M 
(^yi^y-l-^^) -6, 7-i^t Kp- 1H-7°D ^-2-^/V^i^] 
-N- T2- (fcV<y$?^-l->W x&fiA ^VT% K h!J77^P^i 

20 2-t Fp^v'-N- [2- (f^y^^-l-^/W) 5 K 

fcE^T^iifll 193i IHilMffiU ^fB-fb^ 3 . 0 5 m g £#fc 0 
MS (ESI) 533(MH + -CF 3 CO0H) 

^^119 5. 5-T-fe^V-2- T7- (2-^^/V) 

25 2 ^a-frs/i ^<yyr 5 K HJ zzk±HMM 
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dk\ r^^t, mMMi 9 3 t resits u at 

m&*to O . 8 2 m g &#fc 0 
MS mle (ESI) 464 (MH + -CF 3 C00H) 

Hjfeffi]19 6. 2- [7- (2-^^7V) -l-^^/W-6-^y-8- 
5 (\f^y-Jy-l-4M -6, 7 - ^b Kp - 1 H-/!) V - 2 -^;V^;V7 

HWJ 193 m^t, 1 - (4 - 1 kp^^^^^) tfp 9 s?^0>ftfc> 

7 0 m g £#fc 0 
10 MS Ve (ESI) 439(MH + -CF 3 C00H) 

mmmi9 7. 6- [7- (2-^~/v) - 1 -^^w- 6 -^y-s- 

(^yVy-l-^M -6, 7-S?fc KP-lH-^!)y-2-^7$/] 

15 qku 6-7^=3^75 \?&m^xmnmi 9 3 ^nro^&u maits 

1 . 4 3 m g £#fc 0 
MS Ve (ESI) 422(MH + -CF 3 C00H) 

HjllL 3- T7- (2-^^/V) - 1 -p<^/W-6-^^y-8- 
(hf^v^- 1 -6, 7~^t KP-lH-T'y ^-2-^/V^-^^] 

20 f y S?^- 2 -fl/Utf^gfeT 5 K by 

H«J 19 3 fc*5V>T> 1 - (4-kKn ^^^y-f ;k) t°a y ^tf>ftfc> 

3-t Ko^>>bf3p yr? K^fflv^-cnis^i 9 3 tiiiiMaus m 

Efl^U. 4 4mg£#fc 0 
MS mle (ESI) 423 (MH + -CF 3 C00H) . 
25 H»J19 9, N— [7- (2-^^M -l-^^V- 
6-^-=^y-8- (hf^S^-l-^) -6, '7-^bKP-lH-^!)y 
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mm u mm^^o o . 8 7 m g &#fc 0 

5 MS (ESI) 477(MH + -CF 3 C00H) 

g£1fe ff.l9. 0 0. 2 0 1. 2- T7- -l-*?»-6-** 
y-8- (by*9S?^-l->f AO -6. 7-^KP-lH-7 ,| Jy-2-f 

io v) \z s 2-r%/^yyr ^ Y^m^xmmm 1 9 3 1 i^eiKigy&u 
mt&tfa i • 3 6 m g , wmmimmt^m o . 3 9 m s &#fc 0 

MS Ve (ESI) 477(MH + -CF 3 C00H) 

^12 0 2. N- [3- T7- (2-^ ^M 

-8- -6. 7-^KP-lH-^ !)V-2-^f/V 

ft&fa 10. 7 9 m g £#fc<, 
MS a/e (ESI) 436 (MH + -CF 3 C00H) 
20 *tt«2 0 3. N- T4- [7- (2-^~/V) 

-8- (fcV^v^-1-^) -6, 7-^Kp- 1H-/!)>-2-^ 

^WJ19 3}^Vm:, 1- trnys^oftfc 

hT^ K7*y^vSrffiV>rHJfi^ll 9 3 UTO^SU «G 
25 11. 3 8 m g £#fco 
MS Ve (ESI) 436(MH + -CF 3 C00H) 
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»#iJ2 0 4. 2- [N— T7- - 1 - y ^A— 6 V 

-8 - (V^yVy-l-J )V) -6, 7-v^t KP-lH-^yy-2-^;V] 
* ^ at $ y ] HJ 7 A-a- p 

KOfeiWl 9 3K38V^ 1- (4-fc Rp^-^yVA) foP^O^ 
5 fl^ N-y v h^s/ullSrfflv^lllWRI 19 3 ^SMIU WBte 
-g* 3 . 4 8 m g £#fc 0 
MS (ESI) 436(MH f -CF s C00H) 

«^1J2 0 5. 2- [7- (2-7^A) -i-y^ A- e-^y-s- 
ft^^v-i— <M - 6, 7-^t Kp-iH-^yy-2-^;i/t^y] 
io hvy^n mwuM 

mmm 1 9 3 fcasv^-c, 1 - (4 - t kp^-^^ a-) tr n y ^©a* 
0 ^ y ^ASfc&jHv^-t^jfefli 1 9 3 1 mmztm. u «i&ffc£4& 2 5 . 75 

m g £r#fc 0 

MS Ve (ESI) 423(MH + -CF 3 C00H) 
15 H»]2 0 6. 2- [7- (2 -7*3^ A) -l-y^7V-6-^y-8- 
(V^ity-l-JM -6. 7jz^t Kp-ih-t"!) j S±TSJJ 

^yfy^»yr Lif h 9 7^tpfttt 

2IJB091 9 3fc*5Vvt\ 1- (4-tKn^/^» fnyv?y©^ 
9i^2-T5y^Vif^/V^^T5 K^V^|»J1 9 3 fcR*fc:*BftU 
20 MU4b&%d 0 . 9 1 m g £#fc 0 
MS a/e (ESI) 457 (MH + -CF 3 C00H) 

^MI2 0 7. 2- [7- (2=7±~M -l-*^-6-**y-8- 
(fcT^^-l-^A) -6, 7-t?t KP-lH-^r/-2->f/u^7 

25 H*«19 3K1*5V^ 1- ^y^©^ 

*) y ^vv^^a^/b^t^wj i 9 3 1 i^iu^au WE^-s-ft 
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0 . 6 6 m g £#fc 0 

MS Ve (ESI) 467(MH + -CF 3 C00H) 

g|]fcfli]2 0 8. 3- [7- [2=2±~M -l-pt^-6-^y-8- 
(M'^y^y-l-^jV) -6. 7— KP-lH-^!)^-2-^f/^>] 

5 try 2 -^/v^eyMft b 1 Zzkai^ElMl 

Hj&$l l 9 3 fc*5i^T, 1 - (4-tKo ^S"*^^ >v) t°f y i^©ftfc> 

0 ^ 3 _ t Kta ^rVt°3 y ^Bftfc'J^THJfifll 1 9 3 £ ^^^11, ^fE-fb 

<g-*&4. 3 6mg£#fc 0 

MS Ve (ESI) 424 a0f-CF 3 C00H) 
10 H»J2 0 9. N [2- [7- (2-7^-^) 

8 - (fcV^v^- 1 -6. Kp- iH-yy y- 2— jvva- 

HK60iJl 9 3fc*3V>T^ 1 - (4-fc Kn^v-<^yV^) t e a y S^oftb 
5^ 2-7irhT5; K:7i/-/v£fflV>Tli»Jl 9 3 fcl^KlAMfflU $R1B 
15 {fc^ 0 . 1 2 6 m g &#fc 0 
MS (ESI) 436(MH + -CF 3 C00H) 

mmm2io. 2- [7- (2-^^) - 1-^^-6 -^y- 8- 

(fcf^t^-l-W AO -6, 7— Kp-IH-^U •y-2-4jV***S\ 
-N. N-^f;v^^7-; K F'J7;vtpM 
20 t!)f;^10 0mgt^W^>'2 ; e;Vfh7.t.Kn77^0. 7 
6 m 1 N— 5?* ^Vl^VAT ^ Klml \zMM^ it^JVi/T S 

^©11^4- [7- -2-^P-l-^f^-6-t^y 
25 _ 6> 7-i?fc Kp- lH-yy >--8-^f7V] 1 -^JJV^B. t 

-^,1^*7^2 0m g> ^Bft*y !7^> l-^f;>-2-lfo!) K^lml 
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i5otmn. 5tifMmwLtc 0 Ej&m\z*.*tox., mm^M-x 

F^77^- (T-fe h^MJ^-Tk^ttffi (0. 1% 
5 MS (ESI) 450(MH + -CF 3 C00H) 

mmm2ii. i- j2^±=M -i (t°^y*jy-i- 

-2- [2- (^7'/U^-3-^^=/V) -7^/^r'>] -1, 7- 

2 10 fcl*5V^ ^ 5 ^<D^t> <D fc, ^7/ U v^^^TH 

10 2 1 0 HWc^SU 2 . 1 0 m g £#fc 0 

MS ml e (ESI) 494 (MT-CF 3 C00H) 

39fcfl«2i2. 7- (2-^^v) - l -pt^vv- 8- (t^yity-i- 
4)V) -2- [2- jJ^-l-ftA'tf^/V) 7^y^riXl -1, 7-3? 

15 £%0!l 2 10 fc&V^, "f-AST % ><Dftt> 9 y ^SrfflV^^Jfe 

i210t m&fctBM U mmik&Vo 6 • 8 6 m g £#fc„ 
MS m/e (ESI) 476 (MH*-CF 3 C00H) 

gg3feflj|2 13. 7- {2=7±^M -1-^^-2- [2- (-=e/V»y^ 
-4-7J/V^^/^) Tx/jV] -8- (tf^y^- 1-^/lQ -1. 7-v> 

20 bKo7'jy-6-ty h n 7^tpSii 

m 2 1 o t R&\z.tm u mftik'&to 3 . 6 3 m g £#fc 0 

MS ale (ESI) 492 (MH + -CF 3 C00H) 

3afrffl2 14. [7- (_2=7±=M -l-^^/V-6-^y -8- (fcf 
25 ^7^-1 — CM ~6, 7-S?tKP-lH-^!)^-2-^l 7t ^ 
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&fifefll|2 15. [7- (2-^~A0 -2-v-7;^;V-l-^f^-6 
-^y-8- (^7^-1-/^) -2, 3, 6, 7-fh7bKP-l 

4- [7- (2-^^/V) -2-^ao-l-^f/V-6-^y-6, 7 
5 -i^t KP-lH-yr/-8-^f;H t'^7^/-l-^>S t-7*3- 
/Vx^f/VSmg^Tth^MJ/VO. 8mli:||U TRfff-ffc"?- h V V A 8 m 

io i % h y 7^n^gg^) ^fflv>fc D ) izxmmu mmfc&m 1 . s 5 m g m 

MW2 1 4), 2. 2 Omg 2 1 5) £r#fc 0 

(HWI2 14) MS a/e (ESI) 326 (Mir-CF 3 C00H) 
(^Ufe#]2 15) MS Ve (ESI) 367 (MJf-CF 3 C00H) 
gHfeff!l2 16. 7- (2-y^^7l-) -1-^^-2- (2-t^y7°P bf 
15 A-) -8- (fc^yv^- 1 ->f /V) -1, 7-v?bKP7°yy-6-ty h 

4- [7- {2-?=f--)V) -2-^0-1-^^-6-^-6, 7 

-^t Ko-iH-yyy-s-^^] t'^-yVy-i-X/utfym t-zff- 

;l/x^f^8mg^7thy0. 8mU^ipL, fcM4k1~ h y !7 A 8 m g %M 

wufco ^ras^^u a^^hy^^a^ic^b, mm\^tc 0 mm* 

M&if53lM^n^ h^77^- (Tir h=hy^-7k3Wft*B (0. l%h 

y^M-p^s^t) &jev^c 0 ) iz.xmmu mmt-smi. i7m g r#fc„ 

MS Ve (ESI) 343 (MH + -CF 3 C00H) 
25 HMI2 17. 7- {2--f^=.;V) - 2 -x.^=-jV- 1 - tf-fr- 8 - (t° 

^7$?^- 1 - 1, 7-^bKp/yy-6-ty hy7;^pSl? 
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^^vW/y/VTi?^ 0 ju 1 %T hyt Oml 
U n-:/^y^?A (1. 5 6M^M*-^$0 0. 2 7mllr-7 8tt 
M$-tc 0 0 *C-e 1 5 h7tKn77Vl. Oml l^«?L 

5 tc4~ [7- (2 -^^^/W - 2-^PP-l-^^- 6-3r*y-6, 7 

-;H. Oml fc&ffi U D^lOmg *Mx.fr 0 tl"? 1 

^nvF^77^- (T-fe h = h y /V- 7k5^tWl (0. l%hy7>l'*vWt 
W&G) *fflV^ 0 ) KlTftSSU WIB-ffc-a^ 1 . O 6 m g £#fc 0 
MS Ve (ESI) 311(MH + -CF 3 CO0H) 
15 I»]2 18. 7- -1-^^-8- (fcV<9^-l- 

^/V) -2- (7°P^y-2-^;U7^^) -1. 7— S^t KP^y ^-6- 

4- [7- (2-^=i/k) -2-^P-l-^f^-6-^V-6, 7 

-^tKp-iH-7"!Jy-8-'f;v] fc^^v^- i-*^^Bfe t-'ff- 

20 ^x77/V6mg5:l-^f^-2-t , P!) K^O. 15mll^|U 2-^ 

^^^fp^bT^^=!7A7X»%ip^^ mk^Mzxm&u ^mmz 

aiSbfCo :©aS^^PP^^^O. 3 0ml«U -7 8°CKlML 
fee ^tt^zn-^a\3^a#^5mg^P^ -7 5^S#tfe 0 
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>v-immw® (o. i%M)7;vtp^tf) zm^tc 0 ) Kxtitmu urn 

tt&m 0 . 8 9 m g £#fc 0 
MS /z/e (ESI) 377(MH + -CF 3 C00H) 
5 ^jj^lJ2 19. N-7-fe^-N- [7- (2-^=/V) 

-a-*y-8- (fcvs?s?y-i-*ov0 -6, 

4- [7- (2-^=/V) -2-^PP-l -^^7V-6 -^^y- 6 , 7 

10 ;Vx^r;V8mg^2 0%r ^*=T**«0 . 2mltj»»U 8 0tl'T5 
B*M*#Lfc. £Dftg«rftl8U MSrtry^O. 4ml«U 
0. 0 5ml£JH*.* ^i§j£T4 8B#|ffl»bfc 0 £Ofc»MU M£r h y 

f - b V)V-im&Wfo (0 . 1 % h y 77V*n^S^#) «rJBVVfc 0 ) fc*C«f 
15 »U HHRfb-a^l. 4 9mglr#fc 0 
MS (ESI) 386(MH + -CF 3 C00H) 

3»fcfl«2 2 0. N- 11- (2 M -l-^ ^-6-^y-8- 
(fc^<9^-l->f;V) -6, 7-^tKP-lH-7i)y-2-^] Tir 

hTAif f!)77VtPS|j 
20 4- [7- (2-^=7V) -2-i5 f nn-l-^^-6-^-=¥y-6, 7 

-^tKn-lH-7!Jy-8-'f/W] t^7^y- 1 t -^f" 
;HXf^8mg^2 0%T ^-TtK^O .. 2mlfi»U 80°C^T5 

mmmwvtco Ri&m&mm^ mtwjwo. 4mi«u **rh* 

0. OSml&AP*., iliit48HWLfc. £J&$RS:**8U a?t£y** 



WO 03/104229 



PCT/JP03/07010 



219 

^p?^77^ (T"fe h = h y )V-i^mWM ( 0 . 1 % h y 7/1^* 
MS Ve (ESI) 344(MH + -CF 3 C00H) 

MM2 2 1. [7- -l-^^V-6-^y~8- (tT 

5 ^v^-l— -6, 7 - ^1: Kp- 1 V- 2 ->f T 

4- [7- {2-Z?*f-~JV) -2-^OP-l-^^-6-^y-6, 7 
-i?t Kb - 1 H-y !J ^ - 8 ->f ^] tr^<9^- 1 t-zff- 
;M^8mg^l-^f;V-2-enijr/0. 15mli*l> t Kb 

1.^77^ (T±b~h}) (0. l%hy7^tPSS^^) 

*fl|V^,) m*T»»U «IB^-8^2. 12mg£#fc 0 
15 MS (ESI) 342(MH + -CF 3 C00H) 

%lfefl!l2 2 2. N— T7- (2-7'^~/VQ -1-^^-6- ^7-8- 
(fcV<9$?^-l->f/V) -6, 7-^bKP-lH-7°yy-2-^;V] £T 

4 _ [ 7 _ (2-7^A-) -2-^an-l-^f/V-6-t^y-6, 7 
20 -^t Fa - 1 H-7°.y y- 8 -^f/v] tV7^y- l -i;M>t t-7^ 
;H^T^7mg^l-^f^-2-t°o JJ K>-0. lBmlfc^U 
^>1 0mgttx. s 9 OWd 2BM*#Lfc 0 KJE?fc«:»*6U h 

ffi3R*3t«#:^n^h^9 7>f- (Tir b= h y A'-*3R8H&ffi (0. 1 % K !J 
25 7A-*PffB&&%) £fflV>7t 0 ) fcrttlliU «IWb^*3. 2 0mglr#ft. 
MS (ESI) 344(MH + -CF 3 C00H) 
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a) 4 - [7- j2jz7±~M -2-^PP -6-^y-l- 

-6. .7-i?bKP-1H-^ ^8-^] 

Omg£N, N-^^V*^T>; Kl. 2mll«U (2-^nn^ 
v^fvV) h y ^ f;>v^7 y 4 4 ju K y *> 3 4 m g SrJD^x MfcT 

^-NMlUCDCW) 

6 0.07 (s, 9H) 0.97 (t, J=8. 4Hz, 2H) 1.49 (s, 9H) 1.82 (t, J=2. 4Hz, 3H) 
15 3.40-3.44 (m, 4H) 3.58-3.62 (m, 4H) 3.71 (t, J=8.4Hz, 2H) 4.92 (q, J= 2. 4Hz, 
2H) 5.67 (s, 2H) 

h) 7- {2=7±~M -2-^f;^77^ ~8- (Tf^7i^-1- 

4- [7- (2-^^) -2-^na-6-^y-l- 
20 A>*S?-A>*.h**S**M -6, 7-J?tKB-lH-^5r-8-^] ^ 
_ i t --f^;V^T^ 6 m g £ 1 f-A>- 2 - t°P 

UKyO. 15ml«U *<f-*,*fl,1S'?9V (30%, 
5 0 n K y^lOmg Sitt 5 RtlWJf #Lfc 0 

25 «iiSrhy7>u*P»*0. 6 0mU*U IEt*5^Wt, 
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IBft-a-ti 3 . 9 9 m g &#fc 0 
MS Ve (ESI) 319(MIf-CF3C00H) 

mWM\224. 7- -2-^y^Plf7V^V77^-8- 

^hP !>A^SrffiV^iafi^2 2 3 fcPESfc&SlU «HBflS^2. 97 

m g &r#fc.„ 
10 MS (ESI) 347(MH*-CF 3 C00H) 

mmm 225. 2 - 1 --f^jvTs^y z 7 - ( 2 -y^^/v) - 8 - ( g 

Hlfcff 2 2 3 icisv^T, tf'/i'tA'jJ^fixnft&y^ 2-^^;V-2-Zf 

15 n/^y^^-^v *■ h y ^^/bw-c^js^i 2 2 3 1 mm^timu mmik& 

fa 2. 9 9 m g £#fc 0 

MS Ve (ESI) 361 (Mir-CFjCOOH) 

rn.-m.M2 2 6. 7- (2-7^~M -6-**y-s - (tr^9^--i- 

^/V) -6. 7-^t KP~lH-7 g !J^-2-^7V#^m^ hJLZZk^H 

20 BEHi& 

4 _ [ 7 _ (2-^ci;V) -2-^PP-6-«y-l- (2-hU^^ 
^7^/V^K^r^^) -6, 7-i>tFP-lH-/yy-8-Y;H t° 
t t -7f;H^f^6m g & 1 ^/V— 2 - t°P 

25 g»x.s 5 O^T5l$»Lfc. Rj^^^SJ^bT^^^^TK^^: 
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^l«l»nvb^77^ (Tirb^by^-TK^M (0. 1% 

b ]) -7;v*vm$&^) ^m^tcc) Kxm&u-m&Q&to i . 4 6 m g ^m^ 0 

MS ale (ESI) 298 (MH + -CF 3 COOH) 
5 jji2 2 7. 2- [7- j2=7±~M - 6-*-*y--8- 
— i —4 jy) -6. 7-^KP-lH-^!)y-2-W ^l 

4 _ [ 7 _ (2-^^;V) -2-^oP-6-t^y-l- (2-MMf" 

-6, Kd-lH-^y f^V] t° 

10 ^S^-l-Jfr^fSfc t - ^f ;Vx^f/V6 m g S: 1 - ^ f^- 2 - fn 
U 0 . 15ml tog#U f - V * K 8 m g , !)^8mg SrJP 

BRiWtilliU. tf»Ji*:*»U »MJ7^tniliO. 8 0m 
15 ^jg^^P-^h^^^W- (T-tb^by^-7K^*)*B (0. l%h!J7 
MS Ve (ESI) 408(MH f -CF 3 C00H) 

mmM2 2 8. 4- [7- -6-a-* y-8- 

20 U 77V^-Pg^^^ 

H»J 2 2 7 fcl&l^T, f- y ^/VT ^ V<Dttt> VKs 4 - 1 K n * ^Itt 
SrfflV^^SafifW 2 2 7 i PJUKl&SU tSIB-fb^ 1 . 5 5 m g £#fc 0 
MS (ESI) 409(MH*-CF 3 COOH) 

ggfliiffil2 2 9. 7- (2-^^;V) -1- (2-i/7M^ -6 -*- 
25 *y-8- (tT^7^-l->f/V) -6. 7- ^Kp-1H-7T/-2- 
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a) 4- [7- (2-zf?-~;V) -2-VT J -I - (2-^7;^;V) - 

&NM9 6 aT?#6>ftfc4- [7- (2-^^) -2-^nn-l- (2 
5 -V7;^/V)-6-t^y-6, 7-^tFP-lH-^yy-8-^f;H 

lOrng, N, N-^fMW5K0. '3m 1 ©jS^feJSrM-e 41^11181 

10 LW&i\&to6. lmg#fc 0 
l H-NMR(CDCl 3 ) 

6 1. 50 (s, 9H) 1. 83 (s, 3H) 3. 50 (s, 4H) 3. 58-3. 64 (m, 4H) 4. 99 (s, 2H) 5. 74 
(s, 2H) 7. 02 (d, J=8Hz, 1H) 7. 44 (t, J=8Hz, 1H) 7. 55 (t, J=8Hz, 1H) 7. 74 (d, 
J=8Hz, 1H) 

15 b) 7- (2-^=/V) -1- -6-**y-8- (tf 

^S^-l-^A") -6, 7-v ? bKp-lH-7 , !)y-2-^;v^h!J;v 

4- [7- (2-^^) - 2-^Ty - 1 - (2-^T/^y^;V-) -6 
7 - ^t Ko - 1 H-/!) 8 -^^] t^7i;y- l - 
20 tf>Wt t-^l/xxf/l'e. lmg, hy7/PtPiiO. 2ml«MI 
Sr^m 2 0 #m.W Lfc 0 UaiSS: 2 0-6 0%^; ( 0 . 

5. 0 m g £#fc 0 
1 H-NMR(DMS0-d6) 

25 6 1. 80 (s, 3H) 3. 30 (s, 4H) 3. 60-3. 70 (m, 4H) 5. 09 (s, 2H) 5. 60 (s, 2H) 7. 27 
(d, J=8Hz, 1H) 7. 54 (t, J=8Hz, 1H) 7. 68 (t, J=8Hz, 1H) 7. 94 (d, J=8Hz, 1H) 
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9.36 (br. s, 2H) 

IMJ2 3Q. 3- T7- [2^?±~M -i- (2-v7;^y f » - 

fl-a-*y-8- -6, 
5 4 _ [ 7 _ -2-^po-1- -6 

t<ym t -^f/Vx^f^ 7 m g 1 - ^ f ^- 2 - y 0 . 2mlt 
®MU 3-t KP^^k'y^V-2-^>^7 5 K8mg, j^m^y^^ 

8mg m i oo°c^t2^ra^W i ufc 0 R^^m-fflfcSrJq^ ftft 

(0. l%fy7/^Pftt^) «rJBV\fco) |C-C«f»U *IWb#*2. 9 3 
m g &r#fc 0 

MS Ve (ESI) 524<Mir-CF,C00H) 
15 $tt^2 3 1. 4- T7- -1- (2-V7^^) - 

6 _^y- 8 - (fcV^^-l-^/M -6. 7-^ KP-lH-^!)y 

£gfttil2 3 0fc*5Vvt, 3-t Kn^Vt°y v?y-2-*^yt7 5 K©ft 
fc>*H^ 4-t Kn^V^y^V^/V^yT^ KSrfflWTldfcfll 2 3 0 fcP&K: 
20 1. 9 0mgfcWfc. 

MS iz/e (ESI) 559(MH + -CF 3 C00H) 

3Mtffl2a2. 2- T7- -1- (2-^7/^^)- 

6 _^y- 8 _ (g^j^-l-^/M -6, 

- 2 ->f /V*jH/J ^y/^Mi^ b V Z2k*JEM£ML 

25 **«2 3 01C*5V^ 3-t Ku^r^t o y^-2-^/^V^T^ KOf^ 
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® 2 . 1 5 m g 

m a/e (ESI) 505 (MH + -CF 3 C00H) 
' M2 3 3. 4- [7- (2-7*^~;U0 -1- (2-V7;^/» ~ 

e-^y-8- (bv^^-i-^v) -6, 
Hi&^j 230 fc*jv»T* 3 - 1 kp *s/tr y t?y- 2 -#/M?y^T 5 Koft 

^«9tc, 4-t Ko^^aw^^v>T^m^2 3 0 tmmi^ML, mmt 

£*3. 7 4mglr#fc 0 
MS Ve (ESI) 524(MH + -CF 3 C00H) 
10 Hjfe?!l2 3 4. 2- [7- (2-7 > f-=;W) -1- (2-V7/^^) - 
6-**y-8- (fc°^7^- 1 — -6, 

- 2 ->r /m-^s/] ^yyr^ K h y 7;^pHii 

HJfe#j2 3 0lC*5V^Xs 3-fc KP^tfJJ ^-2-*^#^T^ K<£>ft 

*>t>^ f-y^rs K^ffl^t^iW2 3 o tmn^timv, wmc&toa. 

15 7 4 m g <£r#fco 

MS (ESI) 523(MH + -CF 3 C00H) 

Hjjffil2 3 5. 2- [7- (2-7^~;t^ -1- (4-V7/^;V) - 
6-^-^ry-8- (g^S^-l-^) -6, 7-i?tKP-lH-^yy 

- 2 — YA^h^J ^yyx gjf b y Z>k±gI!BKtt 

20 a) 4- [7- (2-7"^^7V) -2-^pp-I- (4-^7 7^^) -6 
7 -S?fc Kp- lH-7°y >*-8-"f^1 fc'^yi^- 1 

4- [7- (2-7'^^) -2-^Pn-6-t^y-6, 
lH-^y^-S — <JV] K'^yity- 1 -#>M?y$» t -^/Wn^yvV 1 
25 OOmg^N, N-^WW^Kl. 2mll^»U 4-t/7/^/ 
^P^K9 7mg, »!)^6 8mg&Mfe. ^mi-T4B$M» 
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lmg £r#fc 0 
! H-NMR(CDC13) 

5 5 1. 49 (s, 9H) 1. 84 (t, J=2. 5Hz, 3H) 3. 43-3. 47 (m, 4H) 3. 59-3. 63 (m, 4H) 
4. 94 (q, 2. 5Hz, 2H) 5. 53 (s, 2H) 7. 42 (d, J=8. 0 Hz, 2H) 7. 62 (d, J=8. 0 Hz, 
2H) 

b ) 2 - T7- (2-^f-^M -l - (4-y7;^y^) -6-^-^y-8 

- (b^^^V-l-^/V) - 6. 7-^tKP-lH-^yy-2->f^ 

10 j/j ^y>7 gjf h y Z^lElIMM 

4 - [ 7 _ (2-^=/^) -2-^nn-l- (4-^7/^/^) -6 
_^ y _ 6> 7 -^tKn-lH-^!Jy-8-^] \?s<yW-l-%}l> 
tfym t -^fr^-^jV 1 2 m g £ 1 f-fr- 2 - If n V K^O . 3 m 1 
f-y^T^ Fl Omg, &|kfr!7 OmgSriP^x 1 0 O'Ci- 

15 T12^«#bfc 0 B6»KlN-Ii%JlPt, B^M^^^T^WLfCo # 

$^OYh^77^- (Tir h- hy^-zMM^tMi (0. l%hJJ7^a 

iwMpfr) *fflv^„) ktiihru mmik&me. 6 9m g &#fc 0 

MS Ve (ESI) 523(MH + -CF 3 C00H) 
20 *ffifl92 3 6. 7- (2-^=/V) ~1~ (4->7;^;V) ~ 6 
^y_ 8 _ ctf^^y-l-W^) -6. 7-^fc KP-lH-^y -y-2-U. 

4 _ [ 7 _ - 2-^na-l- (4— fTVO^/V) -6 

25 t-^^/H 2mgtl-^/l'-2-^5 K^O. 3ml 
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(T-t h= h vfr-ti&mmm (o. i%hy7/vtn^t) stjev^j ^ 

T»*U mmit^ms. 8 7mg*#fc 0 
5 MS Ve (ESI) 413(MH + -CF 3 C00H) 

»ffij2 3 7. 4- T7- -2->tf^77^-6- 

(b^^ ^^-l-^/t,) -6, 7-^tKo/!Jy-l-/f;M 

4- [7- (2-7^=/V) -2-^PO-l- (4_> >T/ ^y^) _ 6 

io ~^y-6, 7-^tKa-iH-7Uy-8 — f/i/J ^7i?y- i-#/v 

t-^;H77/H2mg^l-^f;l/-2-lfpy Kyo. 3ml 

ti$#u *r**A'*7?> (30%, y*y-^mo 2o M is ft»*y 

^AlOmglrM, 5 0°Ctt2^»Uc„ l N-jttH^^. N 

mm (o. i%M)7;vta^t) y^fcj fcTHBRu mmk&me; 

6 9 m g &#fc 0 • 
MS Ve (ESI) 434(MH + -CF 3 C00H) 

Hifeflll2 3 8. 2- T7- (2-:/^W) -1- - 
20 6-*-fry-8- (tf^^-l-^/y) - 6 , 7-i?tKp-lH-7 , 'Jy 

- 2 yv^-driyl ^ yyj$ K fc y y^PftEfetft 

a) 4- [7- (2- ^=/M -2-^pp-l- (3-V7My^) -6 • 
~^y-6, 7-y bKP-1H-7°!)y-8-^^] g^^-l-fl/k 

25 4- [7- -2-^PP-6-^y-6, 7-^fcKP- 

iH-7y y-8-> r/v] tx7^y- 1 -^v^sfe t -r/^cca^/n 
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OOmg&N, N-^^*^A7$K1. 2mll*U 3-^7/^ 
Vfr-fwt K9 7mg> mtt* U^68mg SrJB^fco Sfil^ 1 2 H$ffi$ 

5 7 1 m g £#foe 
'H-NMR(CDC13) 

5 1.49 (s, 9H) 1.84 (t, J=2. 5Hz, 3H) 3.43-3.47 (m, 4H) 3.59-3.63 (m, 4H) 
4.94 (q, 2.5Hz, 2H) 5.53 <s, 2H) 7.42 (d, J=8. 0 Hz, 2H) 7.62 (d, J=8. 0 Hz, 
2H) 

10 b ) 2- [7- j2=7±~M -1- (3-V7;^^) -6-^y~8 
- (fc'^v^- l-^T/V) -6, 7-^tKP-lH-^!ly-2->f^ 

4 _ [7- (2-^=/V) -2-^PP-l- ~6 

-**y-6, 7.-e?tKP-iH-yyy-8-^v] tr^^y-i-tf/v 
15 tfym. t-^;v^r;H2mglrl-^f^-2-t t ay KVO. 3ml 
Mfi?U -^y^VT^ Kl Omg, t&Wtfi V «7A 1 OmgSrJPfcs 1 0 0°C^ 

^pvh07^ (Ti? h-hVfr-fcZkfcWite (0. I%fy7;vt^ 
20 trffiV^Co) fcTHWRU flU&fb^S. 7 6mgSr#fc. 

MS Ve (ESI) 523(MH + -CF 3 C00H) 

S»I2 3 9. 7- (2-^~A0 -1- (3-7 7My^) - 6 
^y_ 8 _ (fcT^^-l-^f/H -6, 7-^bKP-lH -7r/-2- 

25 4- [7- (2-^=/V) -2-^PP-l" (3-'/7;^*» ~ 6 
-^y-6, 7-v?b Kn- lH-7°y y-8— Y/V] fcV^S^'-l-tfA' 
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*>m t-^x W i2 ttg ti_^^. 2 . tfBJJ|fy0( 3ml 

T*fl» L s ^fS^% 4 . 9 6 m g £#f Co 
MS a/e (ESI) 413(MH + -CF 3 C00H) 

_ »ffil2 4 0. 1- (2-7*=* ,) - 2 - (bV^^-!-^ _ 7 

aj^jT^,^- ^^ [3- 

S«t«9 5aT?#fc*lfc4- [7- - 2 -^np- 6 -^ 
15 y-6, 7-^ U 'u-lH-^y- 8 -^ ] ^^^^ 
t-^^2 0ag, 2- (3 fh7tKnlf7 
y20 "^ i*»!)^2 0mg, N, N-^^*^A75 KO. 2 

«h*tt*«v^©iiWiL^ »||^v W7 ^ (70 o /o 

1 H-NMR(CDC1 S ) 

5 1.49 (s, 9H) 1.50-1.81 (m, 6H) 1.83(t, J=2Hz, 3H) 2.06 (quint, J=7Hz, 2H) 

3.38-3.62 (m, 10H) 3. 80-3. 90 (m, 2H) 4.34-4.47 (m, 2H) 4.59 (t, J=3Hz, 1H) 
4.92 (q, J=2Hz, 2H) 
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4- [7- -2-^PB-6-^y-l - [3- (rf? 

t — (A>ttis) Z?u\?;V\ -6, 7 -5?t Ko - 1 H-^U V 

5 2 m 1 s ftfcjSgJrOXy h/Ucn^/V^H— 7KfP^)C»jl-^#l^^ji.T4 

$3 3mg£#fc 0 
10 'H-MllUCDCL) 

6 1.48 (s, 9H) 1.82 (t, J=2Hz 3H) 2.18-2.26 (m, 2H) 3. 37-3.43 (m, 4H) 

3.56-3.62 (m, 4H) 4.07 (t, J=6Hz, 2H) 4.43 (t, J=5Hz, 2H) 4.88 (q, J=2Hz, 
2H) 

c) 1- -2- -7. 

15 -1H, 6 H-5-^-ar»-i, 3. 4, 8 a -t 5 - h g Z± ^ P^V^ [bl 

4- [1- (2-7^=^) 1, 7, 8, 

P-<^* Cb] t7^uy-2-^f;k] fc°^7^-l-#^#V$ t-^ 
;^r^3mg, hy7^tP^iO. 5m 1 <Dm&th&WBL2 0#W:WVtc 

20 Ltc 0 20-50%^*/ -^/tk (0.1 %wmwl) mmzm^ 

t»7A^nvh^77^-C«U #|B^#|2. lmgWc, 
'H-NMR (DMS0-d6) 

5 1. 79 (s, 3H) 2. 08-2. 16 (m, 2H) 3. 27 (br. s, 4H) 3. 44-3. 54 (m, 4H) 3. 90 (t, 
J=6Hz, 2H) 4. 38 (t, J=5Hz, 2H) 4. 94 s, 2H) 9. 02 (br. s, 2H) 
25 &8601I2 4 1. 1- -2- S?js- 1 zAM ~6. 

7-^bKP-lH-S- W-l. 3. 4, 7a-fh77f-s-^^ 
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Hlfj2 4 0m% 2- O-^p^^p^^) fh7tKnf7^ 
5 1 H-NMR(DMS0-d6) 

S 1. 80 (s, 3H) 3. 27 (br. s, 4H) 4. 19 (t, J=8Hz, 2H) 4. 70 (t, J=8Hz, 2H) 4. 94 
(s, 2H) 9.06 (br.s, 2H) 

MI2 4 2. 8- (3-T^7 t°^U^^-l-^^) -7- (2-^^ 
7U) ( 2 -y/7y^y^) -6-ai-^y-6. KpIH-7'1) 

10 V- 2 = ^Mj^ /V S&Mfejfe 

fcV<!J i?^- 3 -^/VaK^ift xf;^x^r^2 4. 3g, MliW^V 
2 6m K Bm^fr 3 0 0ml ©jfrg*«J^ N 7K^T^ P P ^SK*^^ (30% 
15 h;vrcy^)8 8 g £ 3 0^ltT*TUfc e RJ6«S:5iiU-t^»««r|(fe#, 
§ b ^>i© V U * 7*/HrI 1 1 61> flStLfc. 
Mt-^* y — ;v 2 o o m K 5 *r^7kmk-)- hV$ 4 0 m 1 x.^ 

i&-C-8fe»#Lfc 0 K&ifcSrfcltU 2 0 0ml ^iPXs t -7<?-}V* 

^<Z>a«t3 0 g, &7*.~A>9 ^«T$*K2 4. 5mK h!)xf;V7$>l 
5. 9ml, t-^y-^2 5 0ml©»&*SrMt?l. 5fl#W*#U $ 

h^i 0 o < co»W2o«ia#tfc 0 £os«mu me^ii*^ 
v\ mmk*** 9 s* A-cttJtuwiufc. as?: 10-20 kiw^/iv' 
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*^yX»W&§i L^HEfc^ 2 1 . 4 g £#fc 0 
1 H-NMR(CDC1 3 ) 

6 1. 43 (s, 9H) 1. 48-1. 92 (m, 4H) 3. 20-3. 80 (m, 5H) 4. 58 (br. s, 1H) 5. 13 (s, 
5 2H) 7. 26-7. 40 (m, 5H) 

b) b°^y 3 ^fVV^/Wll y» t-^J^T/V 

3 _ t _y y4r>sj])Vi$~?VT 5 7 y v^y- 1 - *<W;VZ£- 
*7VHOg % 10%^7^!>^i5 0 0mg, i^y-;HOOml©|^ 

10 T^IS-fb^ 6 . 0 g £#fc 0 
'H-NMRCCDCl,) 

5 1. 44 (s, 9H) 1. 47-1. 80 (m, 4H) 2. 45-2. 60 (m, 1H) 2. 60-2. 75 (m, 1H) 2. 75-2. 90 
(m, 1H) 3.05 (dd, J=3Hz, 12Hz, 1H) 3.57 (br. s, 1H) 4.83 (br. s, 1H) 

c) ri _ [7 - -2. 6-^PP-7H-^!)V-8-^] 

7- -2, 6, 8-h!J^oP-7H-7"Pyi. 25g. 

y 3 -^f ;i^7J/w^ 5 VW. t -^/i^^tvH . Og, 7tF=h 
!J;HOml©|l^ilt'10^iri MJ^^VKT^O. 63mllr 

MSr t -:/77M ^i^-^/v-^ifv^lNMbU Mmk&<fo l . 7 9 g 

'H-NMR(CDC1 3 ) 

8 1.43 (s, 9H) 1.60-2.02 (m, 4H) 1.83 (t, J=2Hz, 3H) 3.32-3.41 (m, 1H) 
25 3.42-3.52 (m, 1H) 3.67-3.76 (m, 1H) 3.80-3.91 (m, 1H) 4.76-4.90 (m, 3H) 

d ) fl - [7- -2-^pp-6-^7-6, 7-i?K Kp 
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[1- [7- -2, 6-^PP-7H-^!)y-8-^f/V] 

tv< y -^y- 3 ->r /v] #>w< 5: t -r/5vwn;*7vv l . 7 9 g N g^-*- 

5 hy^^l. 0 Kl 8m 1 Oft^Kl* l'2 Ot©j(|}S>fi 

1 . 5 9 g &#fc c 
'H-NMRCDMSO-dS) 

10 5 1.39 (s, 9H) 1.34-1.88 (m, 4H) 1.78 (s, 3H) 2.81 (t, J=llHz, 1H) 2.95 (t, 
J=llHz, 1H) 3. 48-3. 60 (m, 2H) 3. 64 (d, J=6Hz, 1H) 4. 90 (s, 2H) 6. 94 (d, J=8Hz, 
1H) 

e) [1- [7- (2-zf=?~~;U) - 2-f uv- 1 - ( 2 —*/7 J *<WnA - 
6-^y-6. 7-^KP-lH-^!)y-8-^/V] 

Cl- [7- (2-7<?~/U) -2-* no- 6 6, 7— 5^fc Kp 
K 7 0 m g , N, N-i?;* ^VWJVV^T U'lml OS^iSlf 5 B#W^# 

«EiK ^ v- r> Kiti« l tc 0 mm* 5 o %^^^/^^^T-^y * 

7A^pvF^77^ -KHU SfBfl^ 4 4. 7 m g £#fc 0 
MHR(CDC1,) 

5 1.44 (s, 9H) 1.59-1.81 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
25 3. 20-3. 50 (m, 3H) 3. 66 (d, J=7Hz, 1H) 3. 86 (br. s, 1H) 4. 88-5. 06 (m, 3H) 5. 72 
(s, 2H) 7. 06 (d, J=8Hz, 1H) 7. 38 (t, J=8Hz, 1H) 7. 51 (t, J=8Hz, 1H) 7. 70 (d, 
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J=8Hz, 1H) 

f) fl- [7- (_2^z7±~M -2-V-7V-1- (2-VT/^y^7V) - 

6-**y-6, 7-^bKp-iH-/yy-8-^;v] ^y^y-3-^f 

5 [1- [7- (2-^^V) -2-^PP-l- - 

6-^-^y-6, 7-v?tKp-iH-/yy-8-^;v] tf-^y f 

;V]#/W^ t -^^VI^^tvH 5mg/y7Wt;t M/^20mg, 

N, N - V* <3-/VfcjVJ*T %YO. 2ml 3 tifWiWfr Lfc D S 

io m& 5 o %wm^^/^*-v-y : ®]&~eMm? p?f^77^ o mmm) 
nnu mmt&m 1 o . 3 m g zntco 

1 H-NMR(CDC1 3 ) 

5 1.44 (s, 9H) 1.52-1.98 (m, 4H) 1. 81 <t, J=2Hz 3H) 3.24 (dd, J=7Hz, 12Hz, 
1H) 3.30-3.40 (m, 1H) 3.46-3.56 (m, 1H), 3.72 (d, J=12Hz, 1H) 3.86 (br. s, 
15 1H) 4. 86-5. 10 (m, 3H) 5. 73 (s, 2H) 7. 00 (d, J=8Hz, 1H) 7. 42 (t, J=8Hz, 1H) 
7.54 (dt, J=2Hz, 8Hz, 1H) 7.73 (dd, J=2Hz, 8Hz, 1H) 

g) 8 - ( 3 -r ^ y fc°^y i?-y- 1 zAM - 7 - ( 2 --f^—M - 1 - (2 

-VTJ^sVAA -6-^-^y-6, 7-^KPlH-7°!Jy-2-W 
20 [1- [7- (2-^=7W) -2->77- 1 - (2-V7y«y*» — 
/V] t-7*f/^f/HO. 3mg, h !J 2 

ml©»^fc2 0#*#Lfc. U as«r2o-8o%y^y- 

(0. I%ij0t) »jK3rffiV^TaS»ffi*9^^n^h^9 7^-»i4U 

25 mwc&%a. omgsrtfc. 

^-NMR (DMS0-d6) 
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5 1. 60-1. 74 (m, 2H) 1. 79 (t, J=2Hz, 3H) 1. 88-2. 03 (m, 2H) 3. 14-3. 28 (m, 2H) 
3.42 (br. s, 1H) 3.52-3.82 (m, 2H) 4.98-5.12 (m, 2H) 5.58 (s, 2H) 7. 26 (d, 
J=8Hz, 1H) 7. 53 (t, J=8Hz, 1H) 7. 66 (t, J=8Hz, 1H) 7. 93 (d, J=8Hz, 1H) 8. 16 

(br. s, 3H) 

5 ||jiffJ2 4 3. 2- [8- / K'^yvy-i-JM -7- (2- 

[1- [7- (2-7^^/V) -2-^oa-l - (2-v/7/^;V) - 

e-tf-^y-e, 7-^tKo-iH-/!Jy-8-f;v] ^yv?y-3-^ 

10 ;>] %7W* * ^ t - ^fM^T/V 15mg, fek^;*/ U 7 2 0 m g s 
2ml©M^3«#bfc 0 £*T, *»«2 4 2 f,.g) 

'H-NMR (DMS0-d6) 

6 1. 58-1. 72 (m, 2H) 1. 84-1. 94 (m, 1H) 1. 96-2. 04 (m, 1H) 3. 08-3. 20 (m, 2H) 
15 3.36-3.70 (m, 3H) 3.90 (s, 3H) 4.90-5.02 (m, 2H) 5.32 (s, 2H) 7.20 (d, J=8Hz, 

1H) 7. 47 (t, J=8Hz, 1H) 7. 63 (t, J=8Hz, 1H) 7. 87 (d, J=8Hz, 1H) 8. 12 (br. s, 
3H) 



mrnm 2 4 4. 8 


- o-rs/fc^y 


1 


-7- (2 




)V) -6-^-^ry- 






6, 7-^fc K»- 


1H-:/ 


y - 


h y ;v ttKtt 








a) CI- [7- (2 




6 


-**y-i- (2 




/Wc^/W) -6, 7 


-5?t Kn- 1H-^!J ^- 


8 


t°^<y-yy 


-3— r 













25 ^5vl^^i?^£JSV^||;&S#| 2 4 2 e ) Lfc 
l H-NMR(CDCl 3 ) 
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5 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
3.00-3.06 (m, 2H) 3.20-3.50 (m, 3H) 3.60 (d, J=12Hz, 1H) 3.85 (b. s, 1H) 
4.42-4.48 (m, 2H) 4.88-5.04 (m, 3H) 7.02-7.34 (m, 5H) 

b) 8- (3-7-;;tx^y;y-i-^) -7- (2-7'f-A') -6 -a- 

5 fry- 1 - (2-7^^7^^V) -6, 7-^KP-lH-^r/-2-^> 
[1 - [7- -2-^PP-6-t^y-l - (2-7x^ 

; ^^) -6, 7-i?tKp-iH-^yy-8-^;n t°-<y v^-3 — f 

;v] *;v/^vi t-^/v^^v^rffiV^ &jfe0!l2 4 2 f % g) kWiU 

10 I^J^bfco 

'H-NMR (DMS0-d6) 

8 1. 60-1. 72 (m, 2H) 1. 83 (s, 3H) 1. 88-2. 06 (m, 3H) 3. 04 (t, J=7Hz, 2H) 
3. 35-3. 60 (m, 2H) 3. 75 (d, J=12Hz, 1H) 4. 35 (t, J=7Hz, 2H) 5. 09 (s, 2H) 7. 18 
(d, J=7Hz, 2H) 7.22-7.34 (m, 3H) 8.16 (br. s, 3H) 

15 «ff!i2 4 5. s- o-r$y ^y^y-i-^/v) -7- (2-7^- 
jv) -2-^hfr^-i- d-y^^f-M -l. 

[1- [7- (2-^=/W) -2-^ni3-6-^-= 3 ry-l- (2-7^ 
)V^;V) -6, 7-i?tKn-lH-yiiy-8-^] fcV<!J ^V- 3 ->f 
20 )V\ i3As*%Vfk t -^Ao^TVV&JlV^s Hlfefcl 2 4 3 t PEM^fifcL 

MHOflKDMSO-dB) 

5 1. 56-1. 72 (m, 2H) 1. 80 (t, J=2Hz, 3H) 1. 84-2. 04 (m, 2H) 2. 85 (t, J=7Hz, 
2H) 3.08-3.18 (m. 2H) 3.34-3.54 On, 2H) 3.64 (d, J=12Hz, 1H) 3.83 (s, 3H) 
25 4.15 (t, J=7Hz, 2H) 4.88-5.02 (m, 2H) 7. 16-7. 24 On, 3H)7.29 (t, J=7Hz, 2H) 
8.09 (br.s, 3H) 
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^jj^!l2 4 6. 8- (3-7$ / fc'^U W- 1 -J ;V) -7- (2-7*^ 

y-2-;fr^~ h jfti^jft 

a) [1- [7- (2-^=-M -2-^PP-l - - 

5 e-a-^y-e. 7-i?tKp-iH-7!;y-8-^] v^-3-^ 

HliM2 4 2 e) "C\ 2-v'7y^y^nv^ H©ft*>?> t^s 4-^7 / 
^vvK/n-^f KSrffi^THJfe^2 4 2 e) ilH#^^bfc 0 
1 H-NMR(CDC1 3 ) 

10 6 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.82 (t, J=2Hz, 3H), 1.85-1.95 (m, 2H) 
3.18-3.26 (b, 1H) 3.29-3.37 (m, 1H) 3. 40-3. 48 (in, 1H) 3.65 (d, J=12Hz, 1H) 
3. 86 (br. s, 1H) 4. 86-5. 04 (m, 3H) 5. 22 (s, 2H) 7. 41 (d, J=8Hz, 2H) 7. 62 (d, 
J=8Hz, 2H) 

b) 8- (3-7$y tf^y \ - 7- (2-zf^~/l>) -1- (4 

15 —yr/^oPM -6-^y-6. 7-^tKoiH-/yy-2-^ 

[1- [7- (2 -7*^-/V) -2-^on-l- (4-Wy^yv^) - 
6-^y-6, 7-S?fc Kn- 1H-7°1J y-8-^/W] txyi?y-3-xf 
;v] #/w**^fife t -^;v=c^T^m^X, ll«2 4 2 f, g) 
20 Lfc 0 

1 H-NMR(DMSO-d6) 

5 1.62-1.72 (m, 210.1.80 (s, 3H) 1.88-1.96 (m, 1H) 1.98-2.06 (m, 1H) 
3.16-3.26 (m, 2H) 3.41 (br. s, 1H) 3.50-3.80 (m, 2H) 5.07 (s, 2H) 5.49 (s, 
2H) 7.49 (d, J=8Hz, 2H) 7.85 (d, J=8Hz, 2H) 8.16 (br. s, 3H) 
25 ^3Sff!l24 7. 4- [8- (3 -7$ / E'^jJ Vy- 1 -4 >V) -7- (2- 
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[i - [7- (2-^=;u) 1- (4-yr;^y^)' - 

5 fc„ 

^-NMR (DMS0-d6) 

8 1.58-1.70 (m, 2H) 1.79 (s, 3H) 1.84-2.04 (m, 2H) 3.08-3.20 (m, 2H) 
3. 36-3. 70 (m, 3H) 3. 89 (s, 3H) 4. 88-5. 02 (m, 2H) 5. 22 (s, 2H) 7. 39 (d, J=8Hz, 
2H) 7.79 (d, J=8Hz, 2H) 8.14 (br. s, 3H) 
10 jli2 4 8, 2- [8- tf^yS?V-l->T» -7- (2- 

a) fl - T7- -2-^PP-l-^f^-6-^y-6, 

15 t --ff-jU^^/V 

[1 - [7- (2-7^=^) -2-^aP-6-^y-6, 7-i^fc Kp 

1 1 4 /x 1, ^Sft* !)^2 9 9mg W^fc e SMf-T 3 0« ( RJ&W 
20 ^4 0ml<Z)7K^n^fc o i!T«3 0M« fi^«^S:5SiJ, #*>frb/c 

•H-NMRCCDCIS) 

5 1. 44 (s, 9H) 1. 72-1. 94 (m, 4H) 1. 81 (t, J=2. 4Hz, 3H) 3. 16-3. 92 (m, 5H) 
3. 72 (s, 3H) 4. 91 (dd, J= 17. 6, 2. 4Hz, 1H) 5. 01 (d, J=17. 6Hz, 1H) 
25 b) 2- [8- (3-TS7 K'^Vity-l-JjV) -7 - -1 
^^ /V ,_ 6 _^-^y_ 6i 7-y^fc Kp- 1H--/U ^-2-^;V^v^] ^ 
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yyr §□£ by y^^WtM. 

Cl- [7- (2-y^~;V) -2-^OP-l-^f^-6-t^y-6, 
7-v>fc Kn-IH-^J) 3 -^/V] #;W^.y^ 

t-:/?vWn*7VH Orng^l -^^-2-t°n y K^O. 3mlMU 
5 tPWn'lOmg, TOU^lOmg^jDt 10 0 t Cl:t2ffli 

77^- {T*h-VV>v-imm&L (0. l%h!J7;vto^li) £J1 
l/>fc„) fcTflWttU aH&fb-a-* 5 . 5 4mg^#t 
10 MS Ve (ESI) 436(MH + -CF 3 C00H) 

Hiifcffi]2 4 9. 8- (3-T^y^])^y-l-4^) - 7- (2-7*^~ 

E h y b y z^k£Hl!gl& 

[1- [7- -2-^on-l-^f;V-6-t^y-6, 
15 7— 5*fc Fa-IH-T'y tV^U 3 -- < >V] %>Vs*% 

t-^f;l/x^f;H Omgl:l-^f;l'-2-t , P y K^O. 3ml fclgflfU 

^ryftth y y& 1 omgirin^, 6 o 0 c^T2fflm#Lfc 0 Kj&^kiin 

20 hy^-TK^M (0. l%hy^v^-D«^W) SrfflV^cJ ^TftUlU 
Mmfc&VO 3 . 6 7 m g £#fc Q 
MS Ve (ESI) 326(Wr-CF 3 C00H) 

mmm2 5o. 8- (3-7-;y^^^-i-f^) -2-t-:/^* 

;V^ 7 ^y-7- (2-^^/V) - 1 1 , 7-^b Kn^y y-6 

25 -ary hyy^^W^m. 

[1- [7- (2-zf^~/V) -2-70P-l-^f^-6-^y-6, 
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7-^tKo-iH-/!)v-8-^;H t'^y^^~3-^r/v] %fl"*$ywi 

\,--? s f-)Vtt s r)V\ 0mg^l-^;v-2-fn!J KfO. 3ml fcMFU 

nv^77^ (r±h^h]) >v-im®wm (o. i%hy7/^i^ 

MS wle (ESI) 389(Mir-CF3C00H) 

M2 5i. 8- o-y^y tr^y^-i-^/v) -7- 

[1- [7- -2-^00-1-^^-6-^-6, 

7— Ko-iH-yy t°^y ^^-3-^f/v] tf/v^^a* 

i % h y 7^ofts^&^) srj^fcj Kxmmu mmtitm 2 . 1 4 m g *• 

20 MS Ve (ESI) 331 (MIf-CFjCOOH) 

tii2 5 2. 8- (3-7^y^y^y-i-^^) -7- (2-7^— 
2 -v^^r^y- 1-^^-1, 7-5?t: Ko^y l/-6-*y h 

y 7;wtpSii 

[1- [7- (2-7'f=^) -2-^ tap- 1 -^5vV-6 -^7-6, 

25 7-e?tKo-iH-7°!)y-8-^;v] if^y^y-3 — f/H TJ/w^^m 

t-7^A^*7VH. 0mg^l-^f^-2-t°o y K^O. 3ml^«U 
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)\s-7mmm (o. i % h y 7/v*-p&g^t) ^fflv>^ 0 ) ^ritMb, mm 

5 2 . 1 7 m g &#fc 0 

MS Ve (ESI) 372(MH + -CF 3 C00H) 

gl1ifeff!l2 5 3. 8- (3-7$ybr^U^-l->f/V) -7- (2-^~ 

;V ) - 1 -^^/v- 2- dfpy^y-i-^r/w) -l. 7-i?fcKP7 p yv- 

10 HJ^J 25 2t, i?x-7A'T 5 yoftb 9 ^ tTP y ^£JSV>T3IMJ 2 5 
2 t ^il^It, «Kfl5^* 1 . 9 4 m g &#fc 0 
MS We (ESI) 370(MH + -CF 3 C00H) 

Hjfeff]2 5 4. 8- (3-^^T^y fc°^<y v^- l^zAM -7- (2- 
-ff-zLfr) - l -p<^/W-6-^-^y-6, 7-^FP-lH-/!)y-2- 

15 fl/vjj-HJ/k: 

a) N-^TvV-N- (bN<y ^-3 — QV) jJA"*$l>'Wt t -7"fvV^* 

3 _ t y ;Vt$^)V7 % S t°^<y S^- 1 '<l/i?A'X> 
3g, 3 ^{fc^^O. 75ml, N, N-^fMW^ K2 
20 omi *.®*m.m.-?7kmib1- hVy& (6 0%iHH&) 0. 4 g *M 

ffi?fcfe!&!k8:V\ «*««^^^!>A^ftjltll»*U*:. »?IE* 10-2 0% 
H^^v/^-y-^^v^x^y ^W7A^ P-v h^7-f — fif§4U 3. 

r^fBjb^ 1 . 8 2 g 
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l H-NMR(CDCl,) 

5 1.46 (s, 9H) 1.48-1.64 (m, 2H) 1.72-1.84 (m, 2H) 2.43 (dt, J=3Hz, 12Hz, 
1H) 2.60 (t, J=12Hz, 1H) 2.75 (s, 3H) 2.74-3.02 (m, 2H) 3.86 (br. s, 1H) 
h) N— fl- T7- -2. 6-^P P-7H-^'/-8 

7- -2, 6, 8-hy^nia-7H-^y Vb. t^yS? 

y-3-4,vD;V/**>m t -^x^f >HrffiV^t^ifiW 2 4 2 c) km 

10 'H-NMRCCDClj) 

6 1.48 (s, 9H) 1.70-2.02 (m, 7H) 2.83 (s, 3H) 3. 00 (t, J=12Hz, 1H) 3.14 (t, 
J=12Hz, 1H) 3.96-4.25 (m, 3H) 4.80 (s, 2H) 

c) N _ ri - [7- (2jz^£e^) -2-^pp-i-^ ^-6-^y 
_6 r 7-i?t kez ih-^u v-8-^7vi tr^u^y-a-^^] -n- 

N _ [!_ [ 7 _ -2, 6-^on-7H-^H^-8- 

5 8 0 m g N mm-T MJ^31'5mg, *S* <?A'XA'***S K 6 m 1 

N _ [x _ [7 _ -2-^D-6-^y-6, 7-5?tK 

p-iH-/yy-8--f;H t'^y -n-^^*^5^ 

gfe t-^f/HW4 2 0mgS:#fc. iOn«100mg, 3 iMb* 
25 /VO. 17mUj|feW)ti#P^4 8mg,N, N-^^*M7 5KO. 
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l/X*is y 7 ^VwWyy 4 —WU hWMit^m 1 0 4 m g £#fc 0 

^-NMR (CDC1 3 ) 

5 1. 47 (s, 9H) 1. 62-1. 74 (m, 1H) 1. 81 (t, J=2Hz, 3H) 1. 82-1. 96 (m, 3H) 2. 82 
5 (s, 3H) 2. 86 (t, J=12Hz, 1H) 3. 02 (t, J=12Hz, 1H) 3. 68-3. 82 (m, 2H) 3. 72 (s, 
3H) 4.20 (br. s, 1H) 4.90 (s, 2H) 

d) 7- -i-^/v-8- \?s<Wy- 

10 N- [1- [7- (2-^=/V) - 2-^na-l-^f;l/-6-^y- 
6, 7-^fc Ko-IH-^U f;V] fcV*j; v^-3-> f^] -N-^ 

9vV#/W^>^ t -7 f ^/V^^7 i ^^ffiV>-C^^!j2 4 2 f % g) ^IrI^ 

^-NMRCDMSO-de) 

15 5 1.60-1.77 (m, 2H) 1. 81 (s, 3H) 1.84-2.00 (m, 1H) 2.02-2.12 (m, 1H) 2. 60 
(t, J=5Hz, 3H) 3.17-3.40 (m, 3H) 3.46-3.56 (m, 1H) 3.79 (d, J=12Hz, 1H) 
5.00-5.15 (m, 2H) 9.01 (br. s, 2H) 

mmm2 5 5. 2- n- (2 -1-^^-8- o-^^ 

T^/tf^iJ^-l-^) -6-^y-6. 7-^KP-lH-^!)^ 
20 - 2 — r/M^vj ^ K jfflftffi 

N— [1- [7- (2-7^=/^) -2-^ 
6, 7-i^t Ko- 1H-/U t°^y 3-4/^1 -N-^ 

^fc/U/* ^ ym. t 2 0 m g „ 2-tKP^^7^ K 

2 0m g> i*^|»*!l!>A20fflg, N-^f;l'-2-^n!) K^O. 3ml 
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^-NMRCDMSO-cK)) 

8 1. 69 (br. s, 2H) 1. 82 (s, 3H) 1. 92 (br. s, 1H) 2. 07 (br. s, 1H) 2. 62 (s, 3H) 
3. 10-3. 40 (m, 4H) 3. 48 (s, 3H) 3. 76 (br. s, 1H) 5. 02 (br. s, 2H) 6. 96 (br. s, 
2H) 7.44 (br.s, 1H) 7.91 (br. s, 1H) 8.81 (br.s, 2H) 
5 3^112 5 6. 8- (3-7-;^P'J^-l-^) ~7- (2-^ ~ 

10 cn*x^£^T|lW!l2 5 4 b, c, d) £ 11$!^$ Ufc 0 
1 H-NMR(DMS0-d6) 

6 1. 81 (s, 3H) 2. 13 (br. s, 1H) 2. 32 (br. s, 1H) 3. 64 (s, 3H) 3. 74-3. 86 (m, 
2H) 3.93 (br.s, 3H) 5. 19 (d, J=18Hz, 1H) 5.28 (d, J=18Hz, 1H) 8.32 (br.s, 
3H) 

is gimffi]2 5 7. 2- rs- (3-r-;;t:'py^-i-f^ ) -7- (2- 

2 -t Kc^^V^T^; K : SrffiV^T^Jt'01J2 5 5,2 5 6 ^|H#^^bfc 0 
l H-NMR(DMS0-d6) 

20 5 1.82 (s, 3H) 2.11 (br.s, 1H) 2.32 (br.s, 1H) 3.46 (s, 3H) 3.72-4.00 (m, 
5H) 5.15 (d, J=19Hz, 1H) 5.23 (d, J=19Hz, 1H) 6.90-7.02 (m, 2H) 7.42-7.50 
(m, 1H) 7.90-7.99 (m, 1H) 8.22 (br.s, 3H) 

mmm 258. 3 - ( 2 -7>?~m - 2 - cg^g l_ dJkl - 5 ~ 

{2-7u\?~)V) -3, 5-^Kp^$^ [4, 5- d] 

25 -a-v hy^/v^-pg^^ 

a ) 4- pi- (2-^-^) -7-^y-6, 7 -^KP-lH-^f 
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IffV [4, 5-d] 2-4*1 ^<zi^^ljz^kfe^ t 

MT?3- (2-^=/U) -2- (t^yv^- 1 -4 As) -3, 

Keff*^/ [4, 5-d] \?V tr*Jy-4-*> b V 7 >vjrv%mM.0 . 4 
5 4 8 g©N, N-v^^ ^M^AT 5 F 2 0 m 1 h U xf^T ^yo . 2 

9 9 g , 4— s^^/nrs/trys^o. 02 3 g , &&xrrjim*s- t-^f- 

1 SriPx., Sfefcl fi£IHHfc#Lfc„ ^«^r@^m^^2 0 0ml fcitWIMbT 
* A£>fc3ft]jjc$gE$£ 10 0ml ^#II^7jc 1 0 0 m 1 T? 2 Hk ^{k 

io b v v&omQ&fmi oomi -?ii^»u ffigtT?*isVJ*-?mm^ 
^/vjssw^pf j: o * aifafb-a* o . 2 9 8 g &#fc 0 

*H-NMR (CDC1 3 ) 

5 1.50 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 3.41 (m, 4H) 3.63 (m, 4H) 5.06 (q, 
15 J=2.3Hz, 2H) 8.17 (s, 1H) 9.92 (br. s, 1H) 

b) 3- (2-^^) -2- (bX7^-l-^V) -5- (2-7-P 
fcT=AQ -3, Koj [4, 5-d] jJ jf^- 4 -^y h 

4- [1- (2-^^=^) - 7-^-^y-6, 7-^tFn-lH-^^ 
20 / [4, 5-d] t°!J ^^-2— <)V\ K'^yit^-l-jjjlstfym t-zf 
=f-;V^7,y-/V0. 0 10 g ©N, N-^?vV*7W*T^ K0. 5ml^M 
m*V V&O. 0 0 5 g*5j;tF3-^P^-l -yotVO. 0 0 3ml ^DX.. 
Sfit 1 0^mBWVtc o KjSJftfcft»cnf-/H m 1 > * 1 m 1 *JD*.#$£U 
fiiMt^^np^^yo. 5ml*5J:t/hy 7/V^-n^O. 5 

77^- (r±b~ bv^-^m^mm (0. 1% hy^/v^nn^^t) &m 
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v^fCo) fcTfflRU Wm&toO. 0 1 1 g£#fc 0 
MS m/e (ESI) 311. 29 (MH + -CF 3 C00H) 

£Mi2 5 9. C3- (2-Zf*~M -4-^y-2 - (Yf^W-l 
_ 3i [4, 5-d] tfU^v^-5-^1/) T 

4 _ [!_ -7-^y-6, 7-??tKB-lH->f^ 

>/ [4, 5-d] t°y^v?^-2-^/V] t°^^v?^-l-*^>-^ t -:/ 
^/Kt^X/l'fc.fctJ^n^Ti? h= hy/V^fflV>T^WJ2 5 8 b TOfc&S 

10 MS Ve (ESI) 312. 28 (MH + -CF 3 C00H) 

$lfcW2 6 0. 3- {2^7±~M -5- -2- 
(tf^^-l-^VQ -3. 5-^KP>f$^/ [4. 5-d] 

4- [l- (2-^^/V) -7-^y-6, 7-^tKP-lH^f5y 

15 / [4 , 5 - d] t° y 2 -- r/v] t^7^y- 1 t 

^^^T/^i:t^2-yci ; e^^y-^^v^-c^tiF!l2 5 8 b kfflMfcWkM 
MS Ve (ESI) 317.30(Mr-CF 3 C00H) 

$tt«l2 6 1. 3- -5- (2-^ h j^^^V) - 2- (tT 

20 -3, [4, 5-d] VVmis- 

4- [1- -7-^y-6, 7-5?t Kb - l'H— ' { 

*/ [4, 5-d] try 2 -4 as] t^^-i-wyi t 

f/vx^r^it^/p^xW ^^-^,w£j^-tliJS#)2 5 8 b £Ir!$I 
25 «U ^fEfcl^&#fc 0 

MS a/e (ESI) 331.32(MH + -CF 3 C00H) 
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• j§«2 6 2. T3- -4-**y-2- (V^ity-1 

-4>V) -3, Kp^^^V [4, 5-d] b°y ff^-s-^V] B 

5 / [4, 5-d] h'^ypy-i-x/i'tfym t-7 

MS (ESI) 359.13(MH + -CF 3 C00H) 

mWM 2 6 3. 3 - ( 2 -7?-~A>) - 5 - (2 -7^^^) - 2 - (fc° 
10 ^v^-l—Ot-) -3, 5-^bKP^$^/ [4, 5-d] MVmy- 
4 -a-y h y yjvjrvBWtM. 

j/ [4, 5-d] t°y^^-2— T/v] yf^yVy-i-iuviRyfk t-7 

f-;^^X/^it^ (2-/P^f^) ^^"£>£JgV^^ii#|2 5 8 b tffl 

15 m\mmu mmfc&m%mfr 0 

MS (ESI) 377.34(MH + -CF 3 C00H) 

g|jfc01]2 6 4. 3- (2-^^/V) -5- (2-7^;*i/^^) -2- 
(g^^-l-^AQ -3. 5— ^fc KP-f^/ T4. 5-dl fc°y^ 

y-4-^->- hy^/^pg^^ 

20 4- [1- (2-^~A0 -7-^y-6, 7-i^t Kp-IH— f 5^ 

y [4, 5-d] t°y ?*?y-2-' t°-<7^^- i-^^ym t 

f-/V^^^;^J;t) ? 2-^P^3if-7W73i^V^--7 i 7^^V>-C^il^!l2 5 8 b 

MS (ESI) 393. 32(MH + -CF 3 C00H) 
25 Mflil 2 6 5 . 3- (2-^^/V) -5- (2 -shfry - 2 -7^^^ 
;V) -2- (fc°^^^^- 1 ->W -3. 5-^FP-f^^[4. 5-d] 
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y [4, 5-d] t°y y^y-2->f;w] t -y 

5 %mu Mmk&vo%mtco 

MS Ve (ESI) 391.32(MH + -CP 3 C00H) 

j|jifl)j2 6 6. 3- (2~y^~A-) -5- [2- ( 3 h **S7 a^~;V) 
-2-**V^/Vl -2- (V^ity-l-JM -3, 

[4, 5-d] t° y^y-4-^ hy7;i/tcM 

10 4- [1- (2-pf^/v) -7-^y-6, 7-^tKP-lH-^f>y 
y [4, 5-d] If y jf&V- 2— f/V] t°^y^>-- 1 t 
^/kai^7 i /^J;p ? 2-y ? D ; e-3 / -y h^Ti? h:7W y£Jiv^ll5fe#!j 

2 5 8 b tmm^mu u%\t^m^m^ 

MS (ESI) 421.33(MH + -CF 3 C00H) 
15 jlM)2 6 7. 2- [3- (2-^^/W) -4-**y-2- (t'^yi?^ 
-3, 4-^tKP^$y-/ [4, 5-d] W>--5-4jV 

4- [1- (2-y>=7V) -7-^y-6, 

/ C4, 5-d] t°y 2 — fA-] tX7i?y- 1 -ujvtf^wt t -y 
20 f-/^^x/v^«J:t^2-y > i3^eyf-;^>'y= ^y^^trfflv^-c^iif!l2 5 8 b t 

'H-NMR (CD3OD) 

5 1. 81 (t, J=2. 5Hz, 3H) 3.45-3. 49 (m, 4H) 3. 66-3. 70 (m, 4H) 5. 15 (q, J=2. 5Hz, 
2H) 5. 62 (s, 2H) 7. 34 (dd, J=7. 6, 1. 5Hz, 1H) 7. 45 (td, J=7. 6, 1. 5Hz, 1H) 7. 59 
25 (td, J=7.6, 1.7Hz, 1H) 7.75 (dd, J=7.6, 1.7Hz, 1H) 8.25 (s, 1H) 
MS Ve (ESI) 388.32(MH + -CF 3 C00H) 
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Mi2 6 8. 3- [2^lZ±~M (t'^yVy-l-J*) -5- 

(2-h'J7/^P^f;^^) -3. 5— KpW ^ffV T4. 5-d] 

try^y-4— a-y HJ7^a-q|EBft& 

4- [1- (2--7 ,, ^=;V) -7-^^-6, 7-v»t FP-1H — T ^ 
5 ✓ [4, 5-d] t°y^y-2-^f/V] tVy-^y-l-jj^yS t -;/ 

Jfe#| 2 5 8 b £P?I$IK:MU tllB^^ £#fc 0 
MS Ve (ESI) 431. 21 (MH + -CF 3 C00H) 

gjj 2 6 9. 3 - ( 2 --ff-M ~ 2 - C^jTj^z: 1 - W^V) - 5 - 
10 (3- b U y/I/jfrP^/WO'SW -3- 5-^tKP^^/[4. 5-d] 

4-11- (2-^=/V) -7-^-^y-6, 7-v?tFP-lH-^^ 
5/ [4, 5-d] tf^yi^-l-^/M?^ t-y 

.15 lil^J2 5 8 b irHTO-MSU aHB{fr£4&£#fco 
MS Ve (ESI) 431.23(MH + -CF 3 C00H) 

H«|2 7 0. 3- (2-^^V) -5- (2-^bP^^) -2- (tf 
■^^✓-l->f/V) -3. 5-^KP-f^/[4, 5-dl ^Mj^Z 

4 -a-^ b y ZZk£HjMI 

20 4- [1- (2-^=7W) -7-**y-6, 7-i?kKP-lH->f^ 
/ [4, 5-d] tfy^y-2-^/V-] bT^9^V-l-*7V#ySfc t— :/ 
^/Vcc* 7^*3 £0*2-= ho^y^P^-f K&JBWClUISfll 2 5 8 b km 

MS Ve (ESI) 408.25(MH + -CF 3 C00H) 
25 ^»J2 7 1. 3- [3- -4-*-*y -2- (^7^ 

- 3 . 4-^Ko>f$^/r4. 5-d] fc»U^S?y-5-^V 
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4 _ [1- - 6, 

y [4> 5 _ d ] f/k] tV^S^-l-aM^S'l* t-^ 

f;kx^7;l/^oj;0'3-/o ; t^f;^^/- h 5 /V£JBl>T*!£#l 2 58 bt 

MS (ESI) 388.27(MH + -CF 3 C00H) 

Hifefli]2 7 2. 4- [3- (2-^=7V) -4-*-fry-2- 
-1-^) -3, T4. 5-dl t: o y^y -5-^/V 

10 4- [1- -7-^y-6, 

y j- 4 ; 5 _ d ] tf y ^v?y- 2 — f /V] v^y- 1 VH t 

^v^^x^*5J:^4-^D^^^v-<^yn h yyvS:ffiv>-C^lfiM2 5 8 bi: 

MS Ve (ESI) 388. 29 (Mtf-CFgCOOH) 
15 gjlfoff!l2 7 3. 3- T3- (2-y^/V) - 4-**y-2- (V^V^ 

. -i-^^) -3. [4. 5-d] bry y-yv-s-^ 

4- [1- (2-^=7V) -7-^y-6, 

y [4, 5-d] t o y^> 5 ^-2— f/v] .v^&y-i t-y 
^>j2 5 8 b tinni^iLs anafls-a****:. 

MS (ESI) 421.29(lflT-CF 3 C00H) 

mj2 7 4. 4- [3- (2-^^M -4-^ V-2- (fcV<93?y 
- l-.pt,) - 3 , KP-Y^yy T4. 5-d] b°y^y-5-^7k. 

25 ^ £E#Biy f-zwai^y/w fc y 

4 _ [x _ (2-yf-^/V) -7-^y~6, 7-^tKo-lHW^ 



WO 03/104229 



PCT/JP03/07010 



251 

9 [4, 5-d] fy &\?y— 2—4 as\ t'^yVy-i-p^tfym t-y 

mi 5 8 b tmmimmi^ mm^m^m^ 0 

MS Ve (ESI) 421.31(MH + -CF 3 C00H) 
5 11^2 7 5, 5- [3- (2-y^=/V) -A-Or*V-2- (^ypy 
-\-4)V) -3, 4-v?bKP-f^)/ [4, 5-d] fc°y^y-5-^VU 

y-fvv] yyv- 2-#;v#>^fvi^;*7vv h y y/i^-pgfc^tfc 

4- [1- -7-^y-6, 7 — v?fc K ci — 1 H — f $ & 

y [4, 5-d] t°y {>v\ K'^yVy- i-^j^ym t-y* 

/v^v^«^j2 5 8 b ^iwiiiMau mmk&m*'&tc 0 

MS /z/e (ESI) 425. 30(MH + -CF 3 C00H) 

Hjfeff!j2 7 6. 3- (2-7'^^) -5 - [2- (2-^fP7x^) - 
2-^-^ry^^/V)] -2 - (tf^7^- 1 -zdM ~ 3 » 5-^bKP>f^ 

15 -/ [4, 5-d] \*])?*sy-4-*y MLZ^±hB^ 

4- [1- (2-y*^~;V) -7-^y-6, 7-i?tKn-lH-^f^ 

y [4, 5-d] t o ^7^^-i-^/^^ t-y 

58bi ^icMt, nmk&m*mfro 

20 MS Ve (ESI) 436. 28 (MH + -CF 3 C00H) 

»ff]2 7 7. 4- [2- [3- - 4 -*-*y-2- 

-3, 4-^KP^^'/[4,.5-di ey^^-5 

4- [1- {2 -7 -**y-6, 7-J?K'KP-lH->f$^ 

25 / [4, 5-d] tf y tf&y— 2—4 jv\ \?<<?s?y-i-#A'tfywt t-zf 
^^^x/i'is J: 1^2-7*0^- 4' -i/T J T± hy^y y&ffl^xMMM2 



WO 03/104229 



PCT/JP03/07010 



252 

5 8 b fcflttfc*MffiU WBf&£*«r#fc. 
MS ml e (ESI) 416. 31 (MH + -CF 3 C00H) 

mmm. 3- (2-7^^) -5- [2- Lizi2L±±^Z^E^ 

-2 - (fcT^^-l-^/V) -3, 

5 #>/ [4, 5-d] try ^y-4-a-x hy7Aotp»& 

4- [1- (2-^=/V) - 7-**y-6, 7-5?tKn-lH->f5^ 

✓ [4, 5-d] try^y-2 — i)V\ \*s<?i?i/-i t--f 

2 5 8 b fcll^fcMU aHBflS-a*«r#*:. 
10 MS Ve (ESI) 421.32(MH + -CF 3 C00H) 

^»J2 7 9. 3- -5- [2- ( 2 -y 1 - »V7»=;V) 

-2-^-^y^^)] -2 - (tr^s^-i-wvv) -3, 5-^tKp>f^ 
■yy f4. 5-d] \*})my-4-*y mlz^^hUM^ 

15 ✓ [4, 5-d] try 2— r/v] tr^?^- i-#/V7j?y^ t-y 

2 5 8 b ^irn^gu wmfc&mzntco 

MS Ve (ESI) 421.33(MH + -CF 3 C00H) 

%tifrWl2 8 0. 4- [2- [3- (2-^^) -4- *-*y-2- (t°^ 
20 -3, [4. 5-dl t'y^v^-5 

^tvv] j^/h gjyijg b y 7^pftSfej£ 

4 _ [!_ (2-^-/V) -7-^y-6, 7-^tFP-lH-^^ 

y [4, 5-d] try 2 — ta-] ^7-^^-1-*^^. t 

fvVcc*7VW8j;tM- (2-^a^^^/V) SS#»t-^f;H^f^*ffl 
25 ^THWJ 2 5 8 bi IHil^MU «|Bffr£fc«:#fc. 
MS (ESI) 421.33(MH + -CF 3 C00H) 
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3Stfeflj|2 8 1. 3- -2- (t^y^y- 1 -4fl>) -5- 

-3, 5-^Kp-f-;^[4, 5-d] try 
ff'^y- 4 -a-y h y yA^aumtfc 

5 / [4, 5-d] t°y ^y>-2— f/y] f^y^y- l-#yi^y^ t -zf 
fvV;n*7vK}3J;^2- (^P^f;V) tT y ^X^MM 2 5 8 

MS Ve (ESI) 364. 24 (MH + -2CF 3 C00H) 

2 8 2. 3 - ( 2 -y^^jV) - 2 - (b^7^- 1 ->W - 5 - 
10 (t°y ^-3-^;Mf/k) -3, [4, 5-d] gJJ 

^ % yy- 4 -a-y tr* h y 7^taSii 

4- [1- (2-y^^/V) ~7-^-^y-6, 
y [4, 5-d] tV7i?y-i-*;v^yf t -:/ 

fvI^*7Vyjo«J;tf 3 - P P * ?VV) tr y -yy^^^fflV>T|lii^!j 2 5 8 
15 bfc^ilMU ilBM^IIfco 
MS Ve (ESI) 364. 30 (MH^CFaCOOH) 

Htfeffi) 2 8 3. 3 - ( 2 -y^=z;V) - 2 - ( t^<y v?y- 1 — ( ;V) - 5 - 
(If y 3?y-4->f/Wt?7V) -3, [4. 5-d] try 

trx h J 7^pffi'iftit[ 

20 4- [1- -7-^-^y-6, 7 -S?fc Kp - 1 H— { 5 ^ 

/ [4, 5-d] try t^7^-i-*/^yi t -y* 

fvl^^TVi^o it? 4 - (^pb^ ^yk) t° y ^y^ittrffiV^T^JSM 2 5 8 
MS Ve (ESI) 364. 26 (MH + -2CF 3 C00H) 

25 mmm2 8 4. 3- (2-y*f-~^) -5- 2- (bfy-y>- 

2-J;V) -2- (t°^yj^y- 1 -y/P) -3, 
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y T4, 5-d] \*y?i?y-4-*y 7 

4- [1- (2-^-;w) -7-**y-6, 
/ [4, 5-d] t°y^y-2-^;H tXy^y- i-#;v#>^ t-y 
fyVm*7VW3J:tf 2- (2-^n*T"fe^V) t° y S?V|Mtok£l*&«:/BV^ 

5 mm 2 5 8 b tmm\mm\^ wmk&vo*wto • 

MS Ve (ESI) 392.27(MH f -2CF 3 C00H) 

iii2 8 5. 3- -5- [2-^y-2- (trys?^- 

3^/k] -2- ->f/W) -3, 

y f4. 5-di b°ym-4-tv tr* h y 7/ua-pgEife& 

10 4- [1- -7-^y-6, 7-i?tK.P-lH-^$^ 

y [4, 5-d] try ^y-2 — fA-] tf^^v-i-*^^ t-y 

^/Vo:* 7^*5^3- (2-^p^7W) t° y i?>JWb**IMfi£fflV'»'C 
H»J2 5 8 b til^lL, aHBft^GJ&ftfc. 
MS Ve (ESI) 392.27(MH f -2CF 3 C00H) 

15 mmm2 8 6. 3- (2-^=/v) -5- [2-**y-2- (t°y^- 

4- ^^)xf;l/]-2-t^yif^l1-2 - (tV*93?^-l-4yv) -3, 

5- ^bKP^^^ T4, 5-d] try^^-4-^-V ^h'J7;vtP 

4- [l- (2-y^=/v) -7-^-^y-6, Kp-IH- f 5^ 
20 / [4, 5-d] try ^^-2->r^] tf^y-^- i-#/v#y^ t-y 

^/v^xT^teZVl- (2-^o^Tir^/v) t°y V^%fcimW.m:^X 

%mm2 5 8 btuwsu «iwb'g^sr#fc. 

MS (ESI) 392.28(Mir-2CF3C00H) 

«^iJ2 8 7. 3- (2-y^^) -5- ( 2 ~y h jr^ f V S?^- 3 ->f 
25 ;M?vv) -2- (t°^7^-l-^) -3. 5-^ tKa>f$^/ [4, 
5-d] t°y hy7;wtPi^ii 
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4- [1- {2-zf<f--;V) -7 -**y-6, Kp-IH— f 5^ 
)/ [4, 5-d] \?y?W-2-o(jV] K B s<7i?y-l-%/V7$^m t -zf 

W 2 5 8 b b mn\z.tm\^ ■WM&&k**1t* 

5 MS (ESI) 394.30(mr-CF 3 C00H) 

$1^2 8 8, 6- [3- (2-7^^/P) 2 - (g^gv^ 

-l->f;v) -3, 4-i?tKP^^y [4, 5-d] t° ]) 5 

4- [1- (2-7^^/V) - 6, 

io ✓ [4, 5-d] try ^v 5 ^- 2— r/v] tr^9^^-i-*/^v» t-zf 

ffi#|2 5 8 b SSB^«jSr#fc 0 
MS m/e (ESI) 422. 31 (MH + -CF 3 C00H) 

^jfe^J2 8 9. 5- (6-T^/ t°y^^-3-^7V^^) -3- (2-7* 
15 -2- (t°^<yv?y-l-^7V) -3, [4, 5 

-d] try ^^-4-^ Y9 7fr*n%m£. 

4- [1- -7-^-^y-6, 7-i?tKo-lH-^^ 

/ C4, 5-d] try ^^y-2— Y/v] br^9'^-i-*^#5^Bfc t-zf 

<?)Vol^)V&&1J2- {X-ZfY^sXjVtf-jVT^;) -5- (T^P^^^ 
20 )V) ifys^&Jlvvc!Ufcfcl2 5 8 bfcRilJiMSU aHBflS-Mfc*:#fc. 
MS Ve (ESI) 379. 31 (MH + -CF 3 COOH) 

IWJ2 9 0. 4- [3- (2-7^~/V) -4-^-^rV- 2- (t°^7^ 
-3. 4-^bKP^$^ [4, 5-d] try^^-5->f/U 
^^7P] - 3-^7y-5-xh^>-N-^f;^y7^ K >!)7;UtP 
25 ftftift 

4- [1- (2-7*^=7U) -7-*^y-6, 7-^tFo-lH-^^. 
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y [4, 5-d] \*y?*?>-2-' r/v] t B ^7i?y-i-**rfyWi t 
Kfcffiv^rste«<«2 5 8 b tmmztoMu mBit^-m^mtio 

MS (ESI) 489.35(MH + -CF 3 C00H) 
5 $MJ2 9 1. 4- [3- -4-^y- 2- 

-3, 4-^KP^f^'/[4. 5-d] b°y^^-5-^/V 

y [4, 5-d] fc°y ^v-2—Oi/J t^y^^-l-^^Vm t -:/ 
io ^/v^^7 L ;w*3J;tJ ? 4-7'n ; ey^-3, s-^ry-N-^f^^r 

^ k£^tih?£#!]2 5 8 b tmmzxm^s mmt^^m^o 

MS zz/e (ESI) 470.33(MH + -CF 3 C00H) 

HM.I2 9 2. 4- T3- (2-^^/V) -4-a-fry-2- (b°^7^V 
-l->f/V) -3, 4-^bKP^^^V [4, 5-d] b°y ^^y-5-^r/v 
15 y^W] - 3 - ^7 y - 5 - 7;l^t p - N - ^ f 7 ^ K h D 

4- [1- (2-^n/V) - 7 -^3^-6, 7-^tKP-lH-^f^ 

y [4, 5-d] t°y 2-' f/v] t°^y s^v- 1 -*^^^fift t 
^/i/ai^Tvv&ilM -y'p^-^ ^vv- 3 —*/T J - 5 -y/v-n-N-y ^7U*« 
20 yy7 5 KfcfflV*"C£Si60ij2 5 8 b ^iliiMU «fB<b'&**#ik. 
MS a/e (ESI) 463. 33 (MH*-CF 3 C00H) 

Hjjff[|2 9 3. 4- T3- -4-^y-2- (fc 0 ^7^ 

-1-4 M -3, 4-^fcKp>r^^y [4, 5-d] try ^^-5-^ 

25 gKft 

4- [1- (2-y^/V) -7-^y-6, 7-^tKP-lH-'f$y 
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/ C4, 5-d] tv<7-y>-i t-zf 

5 K«rffiV>-CHlfc^ 2 5 8 bi liML, mift&m*%1t 0 
MS Ve (ESI) 489.35(MH + -CF 3 C00H) 
5 »ff[|2 9 4. 5- [3- (2-7*^~/V) -4-^7-2- (^7^7 

-i— f/v) [4, 5-d] try^y-s-^/v 

4- [1- (2-7*^=^) -7-^7-6, 
/ [4, 5-d] t°y^v>y-2-^] tf^7^y-l-*^yBfe t -7* 

mfy2 5 8 b ^ittm ^iB^^^#fc 0 

MS m/e (ESI) 406. 15(MH + -CF 3 C00H) 

^jfef!]2 9 5, 2- [3- {2--fj-~;V) -4-^7-2- (^7^7 
-1-4 M -3. 4-v?hKP-f^y [4, 5-d] b°y^^y-5-^/U 
15 * fvij - 5 -7;vjrvs<^v*~ by 7/v;j-PBEBMfi 

4- [1- (2-7*^=^) -7-^7-6, 7-^fc Kn-lH->f 
/ [4, 5-d] t°y ^7-2— f/V] ^7i?y-l-^y® t-7* 
^^^•r^*5j;tJ ? 2-7 , t3 ; e^^-5-7^n^:y7 r = h yA^ffi^TH 

^j2 5 8 b ^iiML, mmk-&m*mt^ 

20 MS Ve (ESI) 406. 16(MH + -CF 3 C00H) 

H»J2 9 6. 4- [3- (2-7*^-^) -4-^7-2- (^7^7 
-1-^;V) -3. 4-^Kp^$^/ [4, 5-d] O ^v?7- 5 -4 
/ f-flA - 3-7;^n^y/^ ML/u K y 7;^pjia 

4- [1- (2-7*^~/V) -7-^-^7-6, 7-7th'P-lH-^^ 

25 / [4, 5-d] k°y^7V-2—r^] K^fjy- 1 -#/loj?y^ t-7* 
^^^x/^43J;U ? 4-7 , n^^^7W-3-7^n^7y^ h y^^fflV^TH 
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M&\2 5 8 b ifcl&fcl&aiU Mmk-&yo*Wco 
MS ale (ESI) 406. 23 (MH + -CF 3 COOH) 

gjfrgll2 9 7. 2- [3- -4-^ ^-2- (fc°^7^ 

V [ 4 , 5-d] t°y f/H 1 t-y 

»j2 5 8 b tmrnttmu mmit^m^mc 0 

10 MS (ESI) 406.25(Mir-CF 3 C00H) 

^ife^y 2 9 8. 3 - ( 2 -~?^~iv) - 5- (-<y^;yy-i - stfv* ±M 

-2- 1— Y/V) -3, [4, 5-d] tf 

4- [1- (2-:/^-/^) - 6, 7-v^fc Kn- 1H— f ^ 

15 ✓ [4, 5-d] t°y^^-2— f/Kl f^v^-l-*^^ t-y 
^/V^*^/V;fcJ;tf l-y*^^Wy3V !> 2 5 8 b tl^ 

'H-NMR(CDC1 3 ) 

8 1.80 (t, J=2.4Hz, 3H) 3.46 (m, 4H) 3. 68 (m, 4H) 5.17 (q, J=2. 4Hz, 2H) 6.22 
20 (s, 2H) 7. 94 (dd, J= 8. 2, 8. 0Hz, 1H) 8. 08 (t, J=8. 2Hz, 1H) 8. 21 (d, J=8. OHz, 
1H) 8. 24 (d, J=6. 4Hz, 1) 8. 27 (s, 1H) 8. 46 (d, J=6. 4Hz, 1H) 8. 68 (d, J=8. 2Hz, 
1H) 

MS ale (ESI) 414. 32(MH + -CF 3 C00H) 

jgffiSflil2 9 9. 3- (2-^^/U) -5- (2-7/^ Pb°U v^- 3 ->f 
25 >±*±Ad. -2- (t°^7i?>-l-4^) -3, Kn^f $yy* [4, 

5-dl b°U 4ri?l/-4-*> MJ7;VtP^j 
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4- [1- (2--??-~M -7-**y-6, 7-v?tKn-lH^^ 

y [4, 5-d] t°y ¥z>y- 2-4 )V\ t o ^7>»y- i-#;v#>^ t-zf 
xmmm 2 5 8 b t ifamm&su mmit^m^mc 0 

5 MS n/e (ESI) 384. 22 (MH + -CF 3 C00H) 

gHjffi]3 0 0. 3- -5- ( 2 -^l^P b° y 4 -^f 

)V^^}V) -2- (tf^^^^- -3, [4, 

5-d] g u^^^-4-^-^ vyy;v*vmkM. 

4- [1- (2-7*^=^) -7-^"^y-6, 

io y [4, 5-d] \fv ^^>-2--ijV\ t°^y^>-- l-^/w^vm t-y 

^:r;*7VK}8 < fclf4- (^P^y^w) -2-:7/i^Pfc°y ^M^&rJ^ 
-CH»] 25 8 bi ^il^lb, ^|Eft^?r#/c 0 
MS Ve (ESI) 384.20(MH t -CF 3 C00H) 

mmm 3 01. 3 - ( 2 -y^=^) - 5 - (6 - y^ar--n e o y 2^ 2 — f 

15 /wy^/V) -2- (fcV^v^- 1 ->f/P) -3, [4, 

5-d] try ^^-4-*-^ m77M-gBEBfe3ft . 

4- [1- (2--?3--;V) -7-**y-6, 
y* [4, 5-d] t°y fc'^yS^-l-^/M^^ t -:/ 

20 xmrnw 25 8bi mmmm\^ mm4k&m*ntc B 

MS Ve (ESI) 384.22(MH + h:F 3 C00H) 

^»J3 0 2. 2- [3- (2-y^/I^) -4-^-^y-2- (fc'^i^ 
-3, 4-^fc Kp-Y j^y T4. 5-d] 

25 4- [1- (2-y^-/V) -7-^y-6, 

y [4, 5-d] t°y^y-2— f/v] M^^-y- 1 -tf/vztfy^ t-y 
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f-A-rcXTVK) . O10g©N, N-^f;V*/WU*0. 5mliM 
^U^ixO. 0 0 5 gisZTfi 2 fr^t/S^ hVA^O. 0 0 7 glr 
AH*., m.m.X- 2 O ^ra*^ bfCo aSttfcgfflfc^^ lml, * l m 1 &Mz-fr 

5 0. 2 m 1 feiMttl© 3 1 %7kiiO . 2mieni 2 0^W5t^ 

SilESr^an^^^O. 5 m 1 h ]) yAofPSHftO. 5mll^|U 

h=hy^-7K5R^»ita (0. l%MJ7^Pi^f) «rffiv\lfc.) fcTtt« 
10 U fl(Efc£4feO. 0 0 9 g £#fc 0 

MS Ve (ESI) 406.28(MH + -CF 3 C00H) 

»j3 0 3. 3- [3- (2~y^~A) 2- (h;V<yv^ 

-1-4 M -3, [4, 5-d] b°y^/-5 — f/U 

15 4- [1- (2-y^/v) -7-^y-6, 

/ [4, 5-d] \?V ?i?l/-2—4jv\ V^yit^-l-XjutfyWl t-y* 
f-j^^^XXf 3-^x2 ^e^^/u^y^^ b9 fr%m^X£MM3 0 2 £EJ 

MS Ve (ESI) 406.30(MH + -CF 3 COOH) 

20 mmm 304. 4 - r 3 - ( 2 z^±bM - 4 y - 2 - cg^jjg 
-i-^ao -3, [4, 5-d] try^yy-s — f/v 

4- [1- (2-y^/W) -7-^y-6, 7-v?t Ko- 1H— ( 5^ 
✓ [4, 5-d] h°V 2 — fA] tT^9^- l-*^aj?y» t-y* 

25 fvU^xA&ilM-yn^fvW^y^ h yA£fflV>T||Jg#]3 0 2 tlH 
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MS V e (ESI) 406. 31 (MH + -CF 3 C00H) 

%ffi0i|3O5. 3- [3- (2--f^^M -4-**y-2- (g^jTi^ 
-\-4)V) -3, 4-v^Ka^^y [4, 5-d] fc'U 5 )V 

5 4- [1- (2-^=7U) 6, 

/ [4, 5-d] t°U^v ? >'-2->f7V] M°^7W- l-^;^>i t 
fvVo^TVVO. 0 10g©N, N-^fM/VA75KO. 5mlM^ 
i^y^AO. 005 g 3- (7 p f /I') gtf f;H^f/V 0 . 

0 0 8 g SriP^L, mM.^ 2 0 B#M#Lfc 0 ^JM^S^^ lml, * 1 m 
10 l^nx.^L, ««^li^Lfc 0 m&%*9 J-)V1. OmlimMU tK 
Ift^^ bVVJ±<D5 N7mW. 0 . lmltli 2 0 HWiItf#Lfc 0 

»wxf/nm i % 7j< i m i ^mx.mmmx^mmm^. »g £ 

15 - (T-fe h= hy/W-**^»ft (0. l%MJ7;^n^f) SrJBV^fc.) 
feTjtKU Mfajb^O. 0 0 8 g£#fc o 
MS Ve (ESI) 407. 29 (MlT-CFgCOOH) 

gjfeflU3 0 6. 4- [3- (2-^~/W) -4-^-^-y- 2- (tf^yi^ 
-1-^/V) -3, C4,'S-d] ffV^-5-^/V 

20 hy^/^pg^M 

4- [1- (2-^=7V) -7-^y-6, Kn-1H— f 

y [4, 5-d] t°y^v ? y-2— ivk) tr^9^-i-*^^ift t-y 

#J 3 0 5 £ PH£fc*ftJg U «fafc£Jfc«r#fco 
25 MS Ve (ESI) 407. 30 (MJf-CF 3 CO0H) 

IW3 0 7, 5- [3- (2-yf--yU) -4-^-^y- 2- (\?^yW 
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-3, T4. 5-d] W 

/ [4, 5-d] bry f^^v-i-^/^vift t-:/ 

MS Ve (ESI) 397.28(MH*-CF 3 C00H) 

M-W3 0 8. 3-^S?/V~2- (fc°^7vV-lW/V) -3, 5— 
10 a ) 4- (l-^<V^/l/-6-^<V^^'> / ^^-7-^-^y-6, 7- 

^Kn-iH-^^y r4. 5-d] £iz^= 
[4, 5-d] t s y^^-2— r/v-) if^^^-i-*^*^* * 

'H-NMRCCDClj) 

6 1.48 (s, 9H) 3.13-3.18 (m, 4H) 3.50-3.54 (m, 4H) 4.72 (s, 2H) 5.61 (s, 
2H) 5.65 (s, 2H) 7. 20-7. 35 (m, 10H) 8.22 (s, 1H) 
20 b) 3-^vVW-2- (fcV^S^-l-^AO -3, 

/ [4, 5-di bJLZZk^HH^ 

Ka _ 1H _^ 5 ^y [ 4( 5 _d] t°y ^^-2--T/V) t°^7^V-l- 
t -^^^x/w^r^WJ 1 1 7 £ ^iMt^ aH&fb^ftS: 

25 #fc 0 

'H-NMR (CD 3 0D) 
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6 


3.31-3.37 (m, 4H) 3.40-3.46 (m, 4H) 5.68 (s, 2H) 7. 22-7. 36 (m, 5H) 8.25 


(s, 


1H) 


MS , 


role (ESI) 311. 24 (MH + -CF 3 C00H) 




J$j3 0 9. 3 -r^yitj]/- 5-^^-2- 1 -^^) - 


3, 


KD-f^^/ [4, 5-d] K a V?Vy-4-*l/ F !) 




m 


a) 


4-(l-^^v ? 7V-7 7-v>t Ko- lH^f 5^/[4, 


5- 


-d] t°y^V-2— f/V) tV7>/y-i-*;V#>i t --f^jV^T, 



10 3-^V^/V-2-(t°^7^>--l->r/V)-3, Kn^f 5;^V[4, 

5-d] t°y hy7^toiiMWi2 5 8 a) tmm 

'H-NMRCCDCls) 

6 1. 47 (s, 9H) 3. 12-3. 16 (m, 4H) 3. 47-3. 52 (m, 4H) 5. 58 (s, 2H) 7. 20-7. 34 (m, 
15 5H) 8.20 (s, 1H) 10.04 (br. s, 1H) 

b) 3 -^^v?^- 5-^^-2- (yf^yitls-l-JM -3, 5-Z? 

fcKof^^yU. 5-d] ¥W^/-4-JrV hyy/^nffimm. 
4- (1-^^-7 7-i?tKn-lH-^^y [4, 

5-d] t°y yi?y-2-' (M \f-<y^iy-i-io;v^m. t-:7*5vw** 
20 T^t 3 <7^^ 5vVMV^H»!l 2 5 8 b t ^il^IL> ^IBfc-B^Sr^fc 

'H-NMR^OD) 

5 3. 29-3. 35 (m, 4H) 3. 36-3. 41 (m, 4H) 3. 83 (s, 3H) 5. 68 (s, 2H) 7. 21-7. 34 (m, 
5H) 8.20 (s, 1H) 
MS Ve (ESI) 325. 01 (MH + -CF 3 C00H) 
25 HiSff!] 3 1 0 . 3-^^^/V-5- (2-t^y-2-7x=;Vxf;y) -2 
- (\?s<7V>l/-l-s(7V) -3, [4, 5-d] fc°y^ 
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4- [1-' <^i?J)s-7 -**y-6, 7-^tKo-lH-^5^/[4, 5 

-a] t°y^> ? ^-2 — <aa tr^9^-i-*^#^ik t-^/v^^x 

/W*5j:tf 2-:/n*T"fc h7^7 ^MV^T^lfe^I 2 5 8 b £ Hi]$lt<:#!:SU ^ 

5 ia^^^#fc 0 

1 H-NMR(CD 3 0D) 

8 3. 31-3. 36 (m, 4H) 3. 44-3. 49 (m, 4H) 5. 69 (s, 2H) 5. 77 (s, 2H) 7. 22-7. 52 (m, 
8H) 8.06 (d, J=9.3Hz, 2H) 8.32 (s, 1H) 
MS m/e (ESI) 429. 39 (MH + -CF 3 C00H) 
10 %Wfr\ 3 11. 3 -^S^lV- 5 - ( 2 -7x^;Vxf;i/) - 2 - 2 

^-i-^r/v) -3, [4, 5-d] b°yy> ? >-4-^- 

4- [1— -^y- 6, 7-^fc Fp- lH-> < $y-S [4, 
5-d] t°y^^-2-^/V] fcV^y^y- l-#/l^V^ t-^/lo^X 
15 x/^J:^ ^^if>-§r^V>-r^1i^J2 5 8 b tmUl^M 

'H-NMRCCDClg) 

6 3.11 (t, J=8. lHz,2H) 3.24-3.29 (m, 4H) 3.37-3.42 (m, 4H) 4. 46 (t, 
J=8. lHz,2H) 5.58 (s, 2H) 7.09-7.34 (m, 10H) 8.20 (s, 1H) 
20 MS m/e (ESI) 415. 54(MH + -CF 3 C00H) 

Hji0j|3 12. 3-^<V3?/W-5- (2-7^/ -2- (fc°^<7 

v^-l-^/M -3. 5-^fc: Kp^^/ [4, 5-d] fc°y^>--4- 
MJ77V^-P@^^ 
4-'[l-^^^V-7-^y-6, 7-i?tKn-lH-^;^ [4, 

25 5-d] fy r^] tv7^-i-^vt:y| t-y^^^. 
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^-NMRfcDClj) 

8 3.21-3.24 (m, 4H) 3.37-3.42 (m, 4H) 4.37 (t, J=5. 8Hz, 2H) 4.64 (t, 
J=5. 8Hz, 2H) 5. 58 (s, 2H) 6. 86-6. 94 (m, 3H) 7. 07-7. 34 (m, 7H) 8. 21 (s, 1H) 
5 MS a/e (ESI) 431. 57(MH + -CF 3 C00H) 

H»13 13. 3 -s<l/*?>\>-2- {M^y^-y-l-^M -5- (2- 

/gf^) -3, 5-^tFp^-;y/ [4, 5-d] \£y?*?°y-4-*-y 

4- [1-^^-7-*^- 6, Kn- 1 H — f 5 [4, 

10 5 - d ] t° U 2 — f /V] fc°^7 W- 1 t -r/^VWt* 

T/l'&&X$3--7v*- l-7 p nt°^^V>THii^j2 5 8 b fcR«K:*yiU 

MS (ESI) 349.31(MH + -CF 3 C00H) 

j|»M3i4. [3-^^yv-4-^y-2- (gcizi^z: i zAM 

15 -3, 4-^bKP^^/[4, 5-d] b°y^y-5-^f;Vl 7th=h 

4 _ [ 1 _^ v ^ v _7_^-dry_ 6> [4, 
5-d] Myjf&is- 2 -> f ;w] bf^y^y- 1 -*^#^BI t -zf^;V^ 
Tfr&iiXtZfu^T*: h~ h y/^^V>T^WJ2 5 8 biHWIL, ^12 
20 fls£4&«:#fc„ 

MS Ve (ESI) 350. 30 (MH + -CF 3 C00H) 

&tfcfl!l 3 15. 3 -^y^- 5 - (2-bKP dr^Ji^) - 2 - ( 

-3, [4, 5-d] ¥Vfx?y-4- 

25 4- [l-^<X^-7-*^y-6, 7-v?tFP-lH-^^/ [4, 
5-d] l^y t'^7^y-l-*^>t t -^vwn* 
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MS a/e (ESI) 355. 32 (MH + -CF 3 C00H) 

jU&ffl]3 16. 3— <>i?fr-5- (2^2L±±v^gvk) -2- 

5 >-i-4;\s) -.3. Kp^$^ n / C4, 5-d] 

4- [l-^<y^-7-^y-6, — f^V [4, 

5-d] t°y^v > ^-2 — (VKl t°^7^-i-*^>i t -yfvv^;* 

io ^mk&%)%ntc 0 

MS Ve (ESI) 369. 35 (MH + -CF 3 C00H) 

IIW3 17. [3-^^v ? /V-4-^y-2- (b°^^^>-- 1 -^7V) 
-3, 4-i?fc RP^yy [4, 5-d] tf y 5 -- f/Kl g^gvW 

15 4- [l-^^-7-t^y-6, [4, 
5-d] try ?W-z-4>V\ t°^7i?y- l -%;V7fs^m. t-y^vi^* 
x/^*Da:t>V^^^3l^^^ffiv^T«f!l2 5 8 b il^il^SU ^IB^ 

MS ale (ESI) 397. 33 (MH + -CF 3 C00H) 
20 HflS0!l3 18. 3-^y^/V-5- [2- (3-y h ^7 a 

j-y^gvw] - 2 - (b°^y^^- l -^tVw) -3, 5-^b KHd. LL, 

5-d] try ^s^-4-*-y hyy^pg^^ 

4- [i -^y^-T-^-^y-e, 7--^fc kp-ih — r [4, 
5-d] t°y ?&y— 2-^/v] t'^v^- i-#/M?^ t-y^yv^* 

25 tvV&J;^ 2-7**^-3' -y Y**sT*zY7^J l/*m^XnmW2 5 8 b 
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MS tale (ESI) 459. 34 (Mff-CF 3 C00H) 

AA -3. 4-^Kn-f^/[4. 5-d] tf U 5 -^f/M 

5 4- [1— <>-^V-7-^y-6, [4, 
5 _ d ] try 2 — i)V\ V'ZyVls-l-jJA'tfl/Wt \--?^)X>^ 

T^XU2-^n^r^^J^y > /- b V fr&ft^XMMM 2 5 8 b ^IrUH^ 

MS Ve (ESI) 326. 33(MH + -CF 3 C00H) 
10 W3 2 0. 5-^^V-2- (fc'^v^-l— W -3- (2-7"P 
t°^/U) -3. 5-S?t Kgj T4. 5-dl f!J^y-4-tV h 

'J 7A'&v&Wt1& 

4- (6-^^7V-7-^y-6, 7-^tKn-lH->f5y/ [4, 5 

-a] try fity- 2 — ivv) t^7^^-i-*M>i t-^/^^r- 

15 ;^J;^3-^o^-l-^nt p y^ffiv>T^JI^J2 5 8 b ir^tc^SL^ M 
, H-NMR(CD 3 OD) 

5 2.99 (t, J=3.3Hz, 1H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.75 (d, J=3. 3Hz, 2H) 8.20 (s, 1H) 
20 MS wle (ESI) 273. 1 (MH*-CF 3 C00H) 

3IMI3 2 1. 3- (2-/f^V) -5-^^/V-2- (^7 ^-1- 
-3, KP^f^y-/ [4. 5-d] b''jy^-4-ty b V 

4- (6-^^-7-^-^y-6, 7-^tKo-lH— [4, 5 
25 -d] ^^-2— f/V) t°^7^^-l-*^^ 

;w&£tn-:/p^-2-:/xy£JE^Tllli0ij2 5 8 b ^llliMSU ^15 
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^-NMR (CD 3 0D) 

5 1.69 and 1.84 (dd, J=6. 3, 1. 3Hz and dd, J=6. 3, 1. 3Hz, 3H) 3.43-3.48 (m, 
4H) 3. 54-3. 58 (m, 4H) 3. 82 and 3. 84 (s, 3H) 4. 94 and 5. 07 (d, J=6. 5Hz and 
5 d, J=6.5Hz, 2H) 5.63-5.80 and 6.11-6.20 (m, 2H) 8.19 and 8.22 (s, 1H) 
MS ale (ESI) 289. 2 (MH + -CF 3 C00H) 

^»J3 2 2. 5-^^-3- -2- (^7^-1 

-3. 5-S?fc Kof %W f4, 5-d] b 

10 4- (6-^^-7-^-^y-6, [4, 5 

-d] bV^^f- l-#^fSfc t -^/V^^X 

/WoitFl -^c^- 2-^yxi/ ; §:^T|l;!&#!i2 5 8 b t M^&MU ffi 

, H-NMR(CD 3 0D) 

15 8 0. 97 and 1. 08 (t, J=7. 7Hz and t, J=7. 7Hz, 3H) 2. 04-2. 27 (m, 2H) 3. 42-3. 46 
(m, 4H) 3. 54-3. 58 (m, 4H) 3. 81 and 3. 84 (s, 3H) 4. 91-4. 96 (m, 2H) 5. 59-5. 81 
and 6. 14-6. 22 (m, 2H) 8. 19 and 8. 22 (s, 1H) 
MS mle (ESI) 303. 25 (Mtf-CFjCOOH) 

Hjifeffj3 2 3. 5-^^-3- (3-/-^yW-2-^r~A-) -2- (bf^ 
20 JV-y-l-JjV) -3. 5— S?fc Ko>f F4. 5- dl bT9^^-4 

4- (6-^^-7-^y~6, 7— ?fc KP-lH->f [4, 5 

-d] t°y^^^-2-^7V) fc'^v^-l-*^^ 
/W*5j;U ? l-7 > n^e-3-^^-2-7 r 7 i i/^V^T^»J2 5 8 b £ lUilK: 

25 «|Bft:^*r#fco 
'H-NMR (CD 3 0D) 
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5 1. 75 (s, 3H) 1. 83 (s, 3H) 3. 43-3. 47 (m, 4H) 3. 52-3. 57 (m, 4H) 3. 84 (s, 
3H) 5.00 (d, J=6.8Hz, 2H) 5.40-5.45 (m, 1H) 8.17 (s, 1H) 
MS (ESI) 303. 27(MH + -CF 3 C00H) 

mum 3 2 4. tVM f-fr- 5 -**f-jv- 2 - Vy- 

5 1-4M-3, 5-^KP^f^^[4, 5-d] b°!J^v ? ^-4-^-y fc 
y ta^hH^ 

4- (6-^^V-7-^y-6, [4, 5 

-d] try ?i?y- 2--<jv) \f^.y^y-i—^j;v^m t -zf^v^T 
ArfttLTtt/tn-fv tVMfvv^o W K4rJBWTllJ60ll2 5 8 b £ ftttfc&ai 
10 U «lfB-fbl^£#fc 0 
1 H-NMR(CD 3 0D) 

5 0. 44-0. 55 (m, 4H) 0. 81-0. 85 (m, 1H) 3. 42-3. 46 (m, 4H) 3. 54-3. 58 (m, 4H) 
3.83 (s, 3H) 4.39 (d, J=6. 6Hz, 2H) 8.21 (s, 1H) 
MS Ve (ESI) 289.25(MH + -CF 3 C00H) 
15 ^»J3 2 5. 5- [2- - 2 -s^fr V^/H ~ 3 

- -2- (V^itls-I-JM -3, 

y [4, 5-d] try y-yy-4-^y tr* b y ^wa-gfEaMft 

a) 4- n- (2-^=/W) -6- [2- (2-=fP7x=/V) -2- 
j^y^gTV] -7-^y-6, 7-S?bKP-lH->f^/[4, 5-d] 

20 t°y^>?>-2 — fvv] ty^s^-i-fl/t'tfyafe t-^vwc^Tvw 

4- [1- -7-**y-6, 7-i?kKP-lH-^^ 

/ [4, 5-d] try ^>--2— f/v] t°^7^>-- t-zf 

5 8b tmmztmu m&fc'&to&wt* 

25 1 H-NMR(CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.44 (m, 4H). 3.50-3.55 (m, 4H) 
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5.04 (q, J=2.3Hz, 2H) 5.44 (s, 2H) 7.62 On, 1H) 7.71-7.74 (m, 2H) 8.13 (d, 
J=7.9Hz, 1H) 8.21 (s, 1H) 

b) 5- [2- (2-7^7x^) -3- (2-7' . 

±^M ~2- (M'^ity-l-JM -3, [4, 5 

5 -d] WWv-A-jrV ^ h y y/uj-uffimiM. 

4- [1- (2-7^=/V) -6- [2- (2-= hP7o:=7V) -2-^"=¥ 
yrn^vv] -7-^-^y-6, 7-^tKn-lH-'f^/ [4, 5-d] t° 
U^y-2--f/W] t'^y^y- l-^/l^V^ t -^fvVo^TVV-O. 0 
5 8g©i^;-7V5ml»*2mK IfcO. 0 7 0 g *5 £tWbT^E-~ 

•feh^hy/v-Tk^W (0. l%MJ7/^nii^t) £JiWc 0 ) MTft .. 
Mb, SH&fb^O. 0 5 1 g3r#fc 0 
15 1 H-NMR(CD 3 0D) 

5 1. 82 (t, J=2. 3Hz, 3H) 3. 45-3. 50 (m, 4H) 3. 68-3. 72 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 68 (s, 2H) 6. 56 (t, J=7. 2Hz, 1H) 6. 67 (d, J=7. 2Hz, 1H) 7. 30 (t, J=7. 2Hz, 
1H) 7.85 (d, J=7.2Hz, 1H) 8.25 (s, 1H) 
MS a/e (ESI) 406.22(MH + -2CF 3 C00H) 



mnm 326. 


3- (2-^=;V) -5. 7-v ? y^-2- 




\-4)V) -3, 






a) 4- [1- 


- ( 2 ^Zf^=^M - 5 h dr^7V7j<=^- 


4 - ( 1 — t K 






1 -^/l^^^tt 



25 t --ff-tyx-ysT-fr 

-7 0°CX\ IIOIIIT, 4- [1- -5-^h*i/* 
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}V$~JV- 4 --fojV^/V- 1 K-4 5 fr- 2 t'^ypy- 1 -7J 

/Vjtf^Ifc t-^^vl^ix^vK). 050 g©rf7tKn77^3mlfit 
^fvW^v^J^nW K©0. 3MTb7t Ko77V@iO. 5 m 1 £ 
*P;U ^a^T-±m$^:fCo W^7^=- <7 A<£> 5 %tR^ 1 0 m 1 £#P;U ^ 
5 3 0 m 1 -Ctt tB b fc 0 #$SJf %7K 1 0 m 1 t mti~ h V V A 

*m#m± o. 0 4 9 gSr#fc„ 

^-NMR (CDC1 3 ) 

10 5 1. 37 (t, J=7. 1Hz, 3H) 1. 47 (d, J=6. 9Hz, 3H) 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 
3H) 3. 17-3. 22 (m, 4H) 3. 55-3. 59 (m, 4H) 3. 84 (d, J=6. 9Hz, 1H) 4. 38 (q, J=7. 1Hz, 
2H) 4.78 (q, J=2. 3Hz, 2H) 5.12 (quint, J=6. 9Hz, 1H) 

b) 4- 1 - - 5 -3^ h^v^/M^/l-- 
lH-^^/-;U-2->f;l/] fcV<7 v^- 1 -7J^'>^ LZL^±Zk^ 

15 7VV 

4- [1- (2-^=/V) - 5-^ Y**sU/Vi$~;V-4- 
S/3i?7U) -ih — ( %?*/—A'-2-4 fr] ^7^y-l-*;v*"^ t 

-^/ui^y/psrietwi 1 5 g tmmztimu wmki?®*nit 0 

'H-NMR (CDCI3) 

20 6 1.38 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.79 (t, J=2. 3Hz, 3H) 2.53 (s, 3H) 
3. 14-3. 18 (m, 4H) 3. 56-3. 60 (m, 4H) 4. 38 (q, J=7. 1Hz, 2H) 4. 77 (q, J=2. 3Hz, 
2H) 

c) 3- -5.7-^^^-2- {M'^y^y-l-^ ;V) 

-3. s-^t Ko^f C4. 5-d] hjtvi^ 

25 pBE&E 

4- [4-T-fe^V-l- -5-^b^>7J/M?~7V-lH 
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0. 0' 1 9 g ©x^ ; 3 m 1 itt^ f ^ t K7 0 . 15mltrJP^>l 
10°C-C25 WDlLfc. *§j£&«JE«*&U gg^nn^^O. 5ml 
\ZW& U h y 7^n^0 . 5 m 1 SrJn^fco }gi££^J±MU M£$*B 
5 ^Mft^*^ h^77^- (T-fe h- h y/V-TR^fjH (0. 

MS ale (ESI) 301. 33(MH + -CF 3 C00H) 

$«(«I3 2 7. 3- (2-^^) -7-731^- 2- 

-3. 5-^^;^/r4. 5-ai b 
io y 7^;j-pBEBfei£ 

P»V7x^f/V) -lHW^^-2-^^1 tf-^S^-l-* 
4_ [1 - (2-^=/V) - 5 h^v'*;^— 4 -afc/l^V- 1 H 
:}8£tf7:*-;w^ix?A:7'n^ KSrHJ6^3 2 6 a k^MU mm 
'H-NMRCCDClg) 

6 1.33 (t, J=7.3Hz, 3H) 1.48 (s, 9H) 1. 81 (t, J=2. 2Hz, 3H) 3.16-3. 27 (m, 
20 4H) 3. 55-3. 59 (m, 4H) 4. 24-4. 34 (m, 2H) 4. 39 (d, J=8. 3Hz, 1H) 4. 78 (q, J=2. 2Hz, 
2H) 6.09 (d, J=8.3Hz, 1H) 7.22 (t, J=8. 0Hz, 1H) 7.30 (t, J=8. 0Hz, 2H) 7.41 
(d, J=8.0Hz,2H) 



25 *T7V 

4- [i- (2-^^;^) -5-^h^^5&^^/V-4- (1-tKn^ 
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'H-NMR (CDC1 3 ) 

8 0. 92 (t, J=7. 1Hz, 3H) 1. 48 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 22-3. 28 (m, 
5 4H) 3. 57-3. 62 (m, 4H) 4. 03 (q, J=7. 1Hz, 2H) 4. 88 (q, J=2. 3Hz, 2H) 7. 43 (t, 
J=8. 1Hz, 2H) 7.55 (t, J=8. 1Hz, 1H) 7.92 (d, J=8. 1Hz, 2H) 

c) 4- [1- -7-t^y-4-.7x^-6. 7-*JK 
KP-1H-^^'/ [4. 5-d] b°'J^^-2- ^>Vl t^<9$^-l- 

10 4 - [i - (2-:/^/V) -5-3i h^V^^^^/^-4- (l-tKn^r 

ym t -^^v^^x^^^t K^^vsriufi^i 1 5 h kmmz%mv, 

1 H-NMR(CDC1 3 ) 

15 6 1. 50 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 44-3. 48 (m, 4H) 3. 63-3. 67 (m, 4H) 
5. 15 (q, J=2. 3Hz, 2H) 7. 40-7. 50 (m, 3H) 8. 34 (d, J=8. 1Hz, 2H) 10. 70 (s, 1H) 

d) 3- {2--?^~;V) -7-7^—^-2- (\?^7i?>--l-4M - 
3. KP>f T4. 5-dl M J7/VtP 

20 4-[l- (2-^;W) -7-^y-4-7x=;V-6, 

-lH-^f^y [4, 5-d] f fc^y^y-l-^V 

#yg& t -^/v-^^x^^jif!ii i 5 i tpti^mu m^k-&%o%% 

MS Ve (ESI) 349.30(MH + -CF 3 C00H) 
25 Ili3 2 8. 3- (2~-f^^M - 5 - * ±A^Z 7 - 7 x^;V- 2 - (If 

-3. Kp^^'/ T4. 5-d] try^v- 
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-iH--f^^/[4, 5-d] t^7^y-i-*^ 

t -r/^vv^Tvwfc itJRa f-^MMM 2 5 8 b fcPH^MSI 

1 H-NMR(CD 3 OD) 

8 1.83 (t, J=2.4Hz, 3H) 3.47-3.51 (m, 4H) 3.71-3.75 (m, 4H) 3.92 (s, 3H) 
5.22 (q, J=2.4Hz, 2H) 7.43-7.48 (m, 3H) 8.35 (d, J=8. 1Hz, 2H) 
MS (ESI) 363. 31 (MH + -CF 3 C00H) 
10 mmM3 2 9. T3- ~ 4 7 -7^;V- 2 - (tf 

**7*?1/-1->(M -3. [4, 5-dl tllV^ZL 

-iH—f^/ [ 4> 5-d] t o y^^v-2-^/v] f^y^y-l-^/v 

15 #>wt t -^/v^x/ws j^^a^sm t -^^^T^mmm 2 5 

MS Ve (ESI) 407. 29 (MH + -CF 3 C00H) 

^mmaso. 2- f3- (2-^^v ) -4-**y- 7-7^^-2 

- -3. 4-^Fn^>^/ r4. 5-d] 

20 5 ->f gvj/] b 9 ,v b 2 BEBMft 

4- [1- (2-^-/V) - 7-^y-4-7x^V-6, 

-1H-- ' fs^v [4, 5-d] t°y^^-2— f/v] tr^^-i-*^ 

t-7^;v^^T;vfc > «ttJ ? 2-7a^y^^> / y- J- y j\>-$:MMW 2 
5 8 b^il:MU $!Bfc<a^£#fco 

25 MS (ESI) 464. 33 (MH + -CF 3 C00H) 
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±A£ -7-h!)7;^o^f;l/-3. [4, 5-d] 

a) 4- [1- {2-zf?-~;V) Y**yD)V#~}V-4- (2, 2, 

2 - h ]) yjvlrn- 1 - fc Yn^y^,V) -lH--f-; ?V—}V- 2 ->T 
5 £y - 1 - # t - ^f;H7T;v 

-^5:^-iH--r^^y-7v-2— C/w] t°^y ^y-i-^;^^ t 

-^VV^^tvK) . 15 5 g ©N, N-^f;W*;VA7 5 K3ml»l 

&o. o 6 5 g&i-o^y y>vorxi a SMb^/vo. 2 0 0 gON, N-v^f- 

10 A-zJv^T ^ K 2 m 1 mmZMz., M^tiKDmMTX* 3 0#WLfc o TO^f- 
Om 1 #>£X$mk7y*-9&<D5%7km-W3 0ml £#P;l, W^S^^ 
0 m 1 X' 2 0 1 mt1- h V !7 A(D^tK^ 2 0ml -Cf!&» U i»T 

. rm^u g^^^-^f-v (1 : 9) mmftmz*), ^ih^^o. 01 

15 3 g £#fc 0 
1 H-NMR(CDC1 3 ) 

5 1.39 (t, J=6.9Hz, 3H) 1.48 (s, 9H) 1.83 (t, J=2. 4Hz, 3H) 3.15-3.26 (m, 
4H) 3. 55-3. 60 (m, 4H) 4. 34 (qq, J=10. 2, 6. 9Hz, 2H) 4. 53-4. 64 (br. s, 1H) 4. 83 
(qq, J=17. 6, 2. 4Hz, 2H) 5.39-5.47 (br. s, 1H) 
20 b) 3- (2-7*^~>V) -5-^^-2- (t'^vity-l-sfM -7 
-fy7;utP^^V-3. 5-S?h U. 5-d] 

4- [1- (2--?J-~JV) -5-a: h^^*^^/W-4- (2, 2, 2- 
hy7;^n-l-tKn^f;u) -lH-^f^)/-;V-2-^^] 
25 1 t-^Aoi^fVK). 013g©^oo^^y4 

m l^fCx^— fy(De s s-Ma r t i n)fs^0. 0 6 0 gSrii, 
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t Ky^^O. 2ml4M, 20^111 0 < CT?JP«iUfc.*&jKSr«ff*«lU, 

-TKm^ttH (o. i%hy7^*pgffiHf^r) */8v\fc 0 ) fc-c**»u anafb 

0 . 0 0 8 g £#fc c 
1 H-NMR(CD 3 0D) 

10 6 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.71-3.75 (m, 4H) 3.87 (s, 3H) 
5.18 (q, J=2.3Hz, 2H) 
MS m/e (ESI) 355. 16 (MIf-CF a COOH) 

$M3 3 2. 1- (2-zf?--M -6-^^V-7-^-y-2- 
=7^y-\-4M -6. 7-^Fp^^'/[4, 5-d] 

15 LJf hJ 7^a-PBEife% 

a) 4- [1- -4- (V7;-bKP^^) -5- 

7< Y*i'ilJV#—A'- 1 H — f $ ¥V—JV- 2 ->f bf^S?^- 1 

4- [i- (2-y^^A-) -5-^ b^v*;vjl?=;v-4-*/K^-lH 

20 — r 5^/— /V-2— f/V] tr^^S?^- 1 -*A'#>'» X-'f'f-jV^.^y-jV 
<D7± l-hD^l Smli^TWbtby^AO. 20 0 g*3J:tfffcI&0. 
0 10ml fciP*., M*C1 6H»Ufco ftH^^/H 00ml &*q;i N tK 
5 0 m 1 t? 2 0 fcifrfbT" h y ? 5 0ml Tig&^U ^Ji& 

25 -7h^77^-tTfIU ftfiftat^/V-^dff-y (2:3) ^W#jIU t) . fl( 
mc&m 0 . 2 7 4 g &#fco 
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1 H-NMR(CDC1 3 ) 

8 1. 49 (s, 9H) 1. 83 (t, J=2. 5Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 56-3. 60 (m, 4H) 
3. 95 (s, 3H) 4. 68 (d, J=9. 0Hz, 1H) 4. 82 (q, J=2. 5Hz, 2H) 5. 72 (d, J=9. 0Hz, 
1H) 

5 b) 4- [1- (2=7±~M -4- (^M^^-tKP^^) 

- 5 y^i/Ujvfc-fr-i H->f § ffy-A— 2 — fjk] t°s<7i?y- 1 - 

5°C-?4- [1- (2-y^=^7V) -4- (^7/-tKo^f/V) -5 
h 1 H — f % $9—)V- 2 — i)V\ M^-yV- 1 

10 t-^fr^XT^O. 2 7 4 g,(D^ ^ /—^8ml^m^MBi^M 

3 0%tK^3. 2m 1 ^^^2 8%T^^TtK3. 2mll:Ml5« 

wvtc a h y v&omnykW-mi oomiai sm^^vn o 

15 (1:9) m&ftm£<9. Umit^O. 0 3 9 g £#fc 0 

1 H-NMR(CDC1 3 ) 

5 1.48 (s, 9H) 1.83 (t, J=2.5Hz, 3H) 3.13-3.25 (m, 4H) 3.54-3.57 (m, 4H) 
3.91 (s, 3H) 4.33-4.37 (br. s, 1H) 4.77 (q, J=2. 5Hz, 2H) 5.54 (s, 1H) 5.63 
(s, 1H) 6.82 (s, 1H) 

20 c) 4- [4-T^y^' d rlMJ^-l- (2-7*^~M - 5 h^*^ 

1 h—4 ^ £}£r^= 2—^jv\ v^v^-i-u fr-fc >m t -7* 

0°C-C4- [1- (2-^-7V) - 4- (%JW<^4 Jl—K Kn^^f;!') 

25 t-^fvVMx/K). 0 3 8 g^^P^^^m llg^fch 

jJcxfvVT:- ^0. 0 5 1mH5W£tttSey^yO. 0 5 8 g©^f 
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Kimi mm*M*.* 1 5 »inm-c«#u«:. hi- f y 

5y0. 10 2ml*J;t^=iMbaElttfy^0. 116gO^WH* 

mm mm i 2 0 m k h y * a <^<af n**« 2 0 m 1 * 

5 h y * &<Dim7Mm 2 0 m 1 ^m&^um^ ^* > v A-ctt* u 

^. ;V _^^^ (2:1) J&ffi#iiJ: !K «»ft;'&*0. 0 2 1 g*#fc. 
'H-NMRCCDClg) 

S 1. 48 (s, 9H) 1. 82 (t, J=2. 5Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 56-3. 59 (ra, 4H) 
10 3.84 (s, 3H) 4.84 (q, J=2. 5Hz, 2H) 5.62 (br. s, 1H) 7.02 (br. s, 1H) 

y_ fir 7-^KP-.lP-^^^V'r4. 5-dl gy^i^ -2 
4 _ [4-T^/^-^f-y^-l- (2-^^V) -5-^ 

15 /v-iH— f.^^/-/v-2— f/Kl bT^9'^-i-*^^K t-^/v. 
l H-NMR(CDCl3) 

6 1. 50 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 63-3. 66 (m, 4H) 
3.99 (s, 3H) 5.12 (q, J=2. 3Hz, 2H) 6.16 (s, 1H) 8.85 (s, 1H) 
20 ej 1- (2-Zf^~;l>>) -±*y-2- (tV<9^- 1 

-AAA -6. 7-^KP^$y/ [4. 5-dl fc°U ^^-4-;ft;wft> 

4 _ [!_ - 4 -*/W^^7V- 6-^^-7 -^y- 

6, 7-^tKo-lH-5?tKD>f5^ [4, 5-d] t p y^^-2— T 
25 ;V] t^7>;y- 1 -#/V^>-$2 t-/f^f^*^liWl 1 5 1 
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MS a/e (ESI) 330. 18(Mfr-CF 3 C00H) 

mMM333. l- (2-y*^=-^) -6-^^;v-7-^-^y-2- (fcN< 
-6, 7-^fcKP>f^/[4, 5-d] 

h y ^ h y 2Vk^HM^ 

5 4- [1- (2-^=^0 - 4 -j3A>;^y( ;\>- 6-^^-7 -^y- 
6, 7-^tKP-lH-^tFP^;^[4, 5-d] fc°y^y-2— f 
/V] S^f— 1 — ifryM^fife t-T^vl^^TVK). 0 15g?)^^pa 

^yim l^fcl b y^^/VT^yO. 0 3 0ml fc^u^^v-Jfitey >-o. 
0 15ml SriPxi, 1 5 Sf^tt«lt ^pp^^yimlftWHJ 

^o-7h07^ (T-ir h= r- y/v-zMUI^IMS (0. I%hy7;vtn^i 

^) &/bv^c 0 ) Kxmmu mmt-^mo. ooi g &#fc 0 

1 H-NMR(CD 3 0D) 

5 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.74-3.78 (m, 4H) 3.88 (s, 3H) 
15 5.18 (q, J=2. 3Hz, 2H) 

MS m/e (ESI) 312. 25 (MH + -CF 3 C00H) 

3 3 4. 3 - (2-zf<?~fl>) - 7 ^ 7 - 5 gv^= 2 

- (f^v^-l-^) -3. 5-v?t:KP^^y f4. 5-d] b°y^ 

20 a) l-^y^-7-^PP-5-^f;V-l, 5-^fcKP^^'/[4, 
5-d] b°y ^y-4-a-^ 

i — ^/v-7-^pp-i, 5-^t Ko-r $^y* [4, 5-d] t°y^ 

v?y— 4 — (J. A. Carbon Journal of the Am 
erican Chemical Society, 80, p 6 08.3, 1 
25 9 5 8; S?*— • ^ • jtj — tfy i** — i~JV • ^ • if • y * ^ • >T 5 
y-y-^^7 1 ^, 8 0, 6 08 31, 1 9 5 8) 1. 0 3 5g©N, N- 
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^fvvtfvW^TS K30ml»:»y^^0. 6 0 4 g*5j;tfa*fc* 
^;V0 . 2 9 7raltti 15 l$W£irC*#Lfc. 0 0 m 1 *3 

J:tftK lOOml^Pts 1 0 0 m 1 "V 2 0 tUMM" h y * AOffrfP 

tM^feo. 2 8 0 g&#fc 0 
frNMR (CDC1 3 ) 

5 3.86 (s, 3H) 5.64 (s, 2H) 7.11-7.16 (m, 2H) 7.35-7.43 (m, 3H) 7.90 (s, 
1H) 

[4. 5-dl 

l_^<i/^v-7-^nn-5-^^/V-l, [4, 5 

-d] t°y i38g©^;-;v2mi»^w 

* y 4) 5 O %7k^ 2mieit 1 3 0 °C-e 7 2 R#MM Lfc 0 

15 \m vMmmm brt 0 & v y * ^* 7^nvh^7^ -^twm u 

(1 : 19) mmftmz.'ommik&VdQ. . 139 g&# 

'H-NMR(CDC1 3 ) 

5 2.73 (s, 6H) 3.79 (s, 3H) 5.59 (s, 2H) 7.12-7.16 (m, 2H) 7.30-7.39 (m, 
20 3H) 7.79 (s, 1H) 

c) l-^;V-2-^PP-7-^W^/-5-^f^-l, 5- 

i?tKP^^y [4, 5-d] b°!J^-4-ty 

75y2ml ^(:W;W^^!7A 1 h7tKP77 1 - 1 
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?py- 162g®7 1 f7tKo77>'4ml tiidDt^ 1 

5fl#IHg?rt?a#Lfc8U a^phi^o, 5 4 0g©Th7tKP7? 

y 5 m i mwizmr vtc 0 4 wmmn ufc^> awbr y*= ^©5 3 
0 m 1 zmz-s mwt^-f-^ 1 0 0 m 1 -ettffl bfc„ mmm&& 3 0 m 1 1 mt-* 
5 f y v ^m^imm a 0 m 1 u > <> ^ -eft* u 

^*1*-y (2:1) ^£H#® <£ 9 lgfBffr£4& 0 . 0 9 4 g Sr#fc e 
1 H-NMR(CDC1 3 ) 

5 2.68 (s, 6H) 3.78 (s, 3H) 5.60 (s, 2H) 7.05-7.08 (m, 2H) 7.29-7.37 (m, 
10 3H) 

d) 4-Cl -^y^-7-v > ^^/VT^ 7-5 -tf-JV-A-tty-A, 

5-^fp-ih-^^/[4, 5-d] 
y— l —iJAstfisfk t -:t*?vi>ce*7vv 

1-^^-2-^00-7-^^7^-5-^^-1, 5— S?t 

is Kn^f^^y [4, 5 - d ] t° y^^y- 4 - 1 y ^IWJ 1 1 6 c 

•H-NMRCCDClj) 

5 1.47 (s, 9H) 2.68 (s, 6H) 3.19-3.22 (m, 4H) 3.41-3.46 (m, 4H) 3.76 (s, 
3H) 5.40 (s, 2H) 6.88 (m, 2H) 7.20-7.25 (m, 3H) 
20 e) 4- l7-^^^UT^y-5-^^-4-^y-4. 

-lH-^f^/ [4. 5-d] bf^^y-i-a/v 
# y jfe t - ^f;l/x 

4- [l-^>-^;V-7-^^^VT^/-5-p<^-4-^-^y-4, 5 

-•yt kd- iH--r [4, 5-d] t°y f/v] tr^s^y 

25 - 1 -Jft/Htfylfc t -r/fvW^TvUO. 117gOff7tKo77y5m 

iti»7^=7i5mitti, aarrcyf^o. oo9 g ^^ 
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mmn&mfttw^y??*- (Tth~Yv»-7m®mm (o. i%hy 

7fr*nmt&fi) SrlflVVfc.) fc**MBU HlBfl^lO. 0 0 7 g£#fc o 
^-NMRCCDaOD) 

5 S 1.48 (s, 9H) 3.11 (s, 6H) 3.55-3.58 (m, 8H) 3.69 (s, 3H) 

^^■x-^^v) - 3 , f4. 5- di 

4 _ [ 7 _^f ; v7.;y-5-^f^-4-^y-4, 5— 5?fcKn-l 

io h-^5*V [4, 5-d] f/kl t^y^-i-*^^ 

^ t -^/I^^tvV'&^I -yu^e- 2-^-^£H$£#l2 5 8 b 
MMR^OD) 

5 1. 80 (t, J=2. 3Hz, 3H) 2. 75 (s, 6H) 3. 44-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 
15 3.68 (s, 3H) 5.16 (q, J=2. 3Hz, 2H) 
MS (ESI) 330. 16(MH + -CF 3 C00H) 

$tM 3 3 5. 3 - ( 2 -^^ = /^) -5 -^^^-2- (f ^U 
4 ) - 3 . 5-^tKP>f^y T4. 5 - d ] fc° ]) 

20 a) 5-^^V-2- (tf^y^V-4->f7V) -3, 

f4. 5-d] b°U^^^-4-^-y HLTA^hBM^ 

4> 5 _ _ 2 - / f ;V- 2 H - f 'J ^y- 3 - [C A S No 

4725 — 76-2] (Martine Bel j ean — Leymar ie, 
Michel Pays and Jean-Claude Richer C 

25 anadian Journal of Chemistry 61, p25 
6 3, 1 9 8 3; ^f-^ "<^x7y-W!!^ ^^xA"^ 
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61, 2 5 6 31, 198 3) 0. 2 9 2 g *5 £tf4 /Hf-^U 1 
-*^>it-^f;^f;vo. 4 2 6 gOs^;-^t 6ml»lwlft 
ft(III)2.7 lg^JDi 6«M«Lfc 0 Rj6ttSr«L*-e»»U, 

y/p-3MM£fMB (0. i%hP7;wt0S«tf) SrEvy/fc.) ttftKUs i 

IBfls-^* 0 . 0 6 1 g £#7t 0 

'H-NMR(CDjOD) 

5 2. 06-2. 17 (m, 2H) 2. 28-2. 35 (m, 2H) 3. 15-3. 24 (m, 2H) 3. 29-3. 35 On, 1H) 
10 3.50-3.56 (m, 2H) 3.85 (s, 3H) 8.28 (s, 1H) 

b) 4 - ( 6 _pt^y-7-^y-6. 7-^Fp-1H-^^/[4, 

5 - ^ f ;v- 2 - (tv U v?y- 4 - ^f;v)) - 3 , K*-T S*V[4, 

15 5-d] t°y^V-4-^-V h y 7/^n^^^»!l2 5 8 a £|D4§^ 

'H-NMRCCDCls) 

8 1. 50 (s, 9H) 2. 00-2. 16 (m, 4H) 2. 85-2. 99 (br. s, 2H) 3. 23 (tt, J=ll. 9, 4. OHz, 
1H) 3.95 (s, 3H) 4.11-4.40 (br. s, 2H) 8.39 (s, 1H) 13.90 (s, 1H) 
20 c) 4- [1- (2--f^^M -6-*7 A'-7-tty-6, 

P -lH->f5^V T4. 5-d] \f^9^-l-iJ 

4 _ ( 6 -pi^-.7-^y-6, 7-i?tK»-lH->f5^/[4', 5 
-d] t°y ^S?^- 2-4») V'OJ -#A'#VWL t-zf^^XT 

25 1 1 9 d £ HUflfcfc&au «Rf&&*S:#fc. 

l H-NMR(CDCL) 
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8 1. 48 (s, 9H) 1. 81 (t, 3=2. 3Hz, 3H) 1. 93-2. 00 (m, 4H) 2. 85-2. 96 (br. s, 2H) 
3. 14 (quint, J=7. 9Hz, 1H) 3. 85 (s, 3H) 4. 16-4. 37 (br. s, 2H) 5. 39 (q, J=2. 3Hz, 
2H) 8.24 (s, 1H) 

5 -3. 5-i?bKP>f^V[4, 5-dl t°y^y-4 

- a- y M7^tc §^M^ 

ih— f^^y [4, 5-d] try f;K) t^y s?y- i-#/v# 

10 'H-NlfiKCDaOD) 

5 1. 80 (t, J=2. 3Hz, 3H) 2. 10-2. 11 (m, 2H) 2. 25-2. 32 (m, 2H) 3. 18-3. 41 (m, 
3H) 3.56-3.61 (m, 2H) 3.83 (s, 3H) 5.47 (t, J=2. 3Hz, 2H) 8.27 (s, 1H) 
MS a/e (ESI) 286.27(MH + -CF 3 C00H) 

W#il3 3 6. 3- (2-^^V) -5-*7vV- 2- 
15 IjV) -3. [4. 5-cl b°'J^y-4-ty b!)7 

a) 3- (2-?^~A0 -4-^PP-3H--f^'/ [4, 5~c] W 

4-^nn-iH-f^y [4, 5-c] t°y e?y2. 0 g, 2 

20 -^fyi. 37ml, ftflft* y !>A1. 9 8 g £ N. N- ^ 5vMvW»7 5: Kl 
5ml£liU ^it^Tl 8R£POT$L7c 0 U tK 

K^Tvv l : 2^W#lli£ «9 s l GLT^MkfckMmik&Ww l : 1 ft^* 1 • 
25 7 9 g £#fc 0 

b) 3- (2-^^/V) -2, 4-^PP-3H-^f $^ / T4. 5-c] 
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WW 

J—;vm\ZX s 3- (2-7*^~/V) -4-^nu-3H 
-4 5 [ 4 , 5-c] t , i)^49 0m g.®7 h 7 1 79 V 5 m 1 Wfc 
fc,])?-VJ**M yzfu\f;VT^ K©ff7t Ko75^2. 2 2ml £MT 
5 U -6 6TOTT*2 0^W«#Lfvi o ftfetbfcRlSa^ftSr^^^ciaai^ 
yi. 13g©f f7t Ka77^2mljgfcW-6 3°C£TF^&3 £ 5 

10 TffiMU ^drih^-^^^2 : 1 19 1 2 0mg£# 

1 H-NMR(^DMS0) 

5 : 1. 78 (s, 3H) 5. 29 (s, 2H) 7. 70 (d, J±5. 6Hz, 1H) 8. 21 (d, ^5. 6Hz, 1H) 

c) 4- [3- (2-7^^7V) -4-^PP-3H-^f^'/ [4, 5-c] 
15 gy v>y- 2 -^/R] tr^7^y- 1— 7J/^V^ t --f^-jV^^y-jV 

3- (2-7^/H -2, 4-^7PO-3H-^5yy" [4, 5-c] t° 
P^211mg, t°^y 1 t -^/W^X/V 19 7m 

g, «7K^-7-hy 7^2 2 2mg^^;-;H«^^ 8 0 o C T*3 0#\ 

20 ^«?r4i 7 j<M^7*^e/7A-C^L, £5iLfc„ 5*Sr«£E»«lU 

V«J*W7A^nv h^77^H:tiHU ^lJ-y-im^5vv3 : 1 

^W^HJ: <9 , *IfBfcl^5 2 4 4 m g £#fc 0 

'H-NMRCCDClj) 

5 : 1. 52 (s, 9H) 1. 87 (s, 3H) 3. 47-3. 49 (m, 4H) 3. 65-3. 68 (m, 4H) 4. 94 (s, 
25 2H) 7.41 (d, >5. 2Hz, 1H) 8.15 (d, ^5. 2Hz, 1H) 

d) 3- (2-7>^) -5-7<?7V-2- < )\A -3, 
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5-i?KKP^^'/[4. 5-c] b°'J^y-4— i-y H)7;v toM 
4 _ [ 3 _ (2-??-~M -4-^nn-3H-^^/ [4, 5-c] t° 
y^y- 2-^f7V]lf^7^V- 1— t-^f/^T/VO. 3mmol 

ft^^f^/V*^F2ml ^^i-b'J "7-^9 8mg^||^t 1 2 
5 0°CT'4^re»L^ 5«»!)^100mg, 3 ^^ lm 

1 : 1 O^m^m £ 9 5 m g Sr b y 7^*n»*0 . 5mlC 

io igiUo Bawsii^ 0,7 ^^^ (r-feh^hy^ 
-**8HMi (o. i%hy7/^nffi^) srfflv^„) mmit 

£4fc0. 5 5mg£#fc 0 

MS (ESI) 286(MH + -CF 3 CO0H) 

^g-tfefiat 3 3 7. 3 -sO*?fi>- 2 - ( ggg v^- l—ifr) ~ 3 , 5 - g fc 
15 Kp-YS^/ C4. 5-cl b°y^^-4-^-V h!)7;WtPSIWI 

a) 7'J/V- (3-=hPtfU^V-4-^7W) 

3-= he t°y S^JfififciSl 8. 0 gtf)^/— /l-4 0 0ml 

20 (1:1) ^ffi^Mi^^lB^^l 3. 6 g £#fci 0 
•H-MfflKCDClj) 

5 4.00 (m, 2H) 5.29-5.35 On, 2H) 5.87-5.98 (m, 1H) 6.63 (d, J=6. 5Hz, 1H) 
8.30 (d, J=6.5Hz, 1H) 8.31 (br. s, 1H) 9.23 (s, 1H) 

b) N*4*-ry/w-2-^ppb°y v^v-3. 4-s?T5^ 

25 7!);V- (3-^hnfc o y^y-4-^A-) 7^3. 02gt35%li5 
5ml^M9 0*C*r«bfc o mm\ 9. lgttt 9 OtUSO^giS 
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£-£fc 0 £0«£*7j^MU 7K7X2 5 Om 1 *Mk.tz. 0 RfomzmfrMmis 

Wl.TV'Z-T-* ? ;->V(DmnW@.2 5 0ml »^L S 2 0.R$«#Lfc o 

/v^7A^P-7h^7 7^-iatm s^^^-^f-^ (1 : 1) »a 

5 J: 9 ^15^^) 2 . 8 8gl:#fc 0 
'H-NMRCCDClj) 

5 3. 29-3. 58 (br. s, 2H) 3. 84 (d, J=6. 3Hz, 2H) 4. 26-4. 37 (br. s, 1H) 5. 24 (d, 
J=11.0Hz, 1H) 5.29 (d, J=16.0Hz, 1H) 5.85-5.98 (ddt, J=16. 0, 11. 0, 6. 5Hz, 1H) 
6.43 (d, J=6.5Hz, 1H) 7.66 (d, J=6. 5Hz, 1H) 
10 c) 4-^pp-1, [4, 5-c] 

N*4*-7'J;V'-2-^nDtl 4-^75^2. 8 8 g OTi? h~ 

hy/V^i-^N, N' — ^v'W^v ? ^4. 4 6 g©7t h~ h y/V4 0 

omi»*^ 7o«M5i^bfc 0 mmzmmmffiis. ymzmm^ 

15 ;V500mK 7K3 O0ml*U ^JfSrlNJMl 0 0 m 1 T? 2 0 ^ 

-ft-*- h y !>^^fP7KMi oomi ximikfo&LMB-? j±-v&mv s 

^-v^^PP^^i/ (1 : 1) mMftM£<QMmkft®2. 30g£#fc o 
'H-NNQKCDClj) 

20 6 4.51 (d, J=5.7Hz, 1H) 5.25 (d, J=16. 0Hz, 1H) 5.30 (d, J=10. 9Hz, 1H) 
5. 85-5. 95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6. 91 (d, J=6. 9Hz, 1H) 8. 10 (d, J=6. 9Hz, 
1H) 8.99 (br. s, 1H) 

d) 1-7!);v-3-^'^-4-^pp-1, 3 $^[4, 

5-c] \?ypy-2-*y 

25 l-7U^-4-^PP-l, 3-i?tKn^^y [4, 5-c]t°y^ 
-2-t^l. 0 5gON, N-^f /V*;^7? K5 Om 1 D 
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^0. 7 6gi3j;tKy^p^K0. 9 4gtti MT'14« 
#Lfc 0 7X3 0 0m l&£tfWM=z?-^3 0 Om 1 %Mx., ftl^TKlOOm 
1 -C3 ®tmt1- h y ^©ISfPzk^ lOOml -?I«^U fifcgK^S*' 
^A-eWfcU S*JHft(§U fclBflrfrtfel. 5 7 g«r#fc. 
5 'H-NMR^DCls) 

5 4. 56 (d, J=5. 7Hz, 1H) 5. 23 (d, J=16. 0Hz, 1H) 5. 30 (d, J=10. 9Hz, 1H) 5. 44 
(s, 2H) 5.85-5.95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6.91 (d, J=6. 9Hz, 1H) 
7.25-7.34 (m, 5H) 8.08 (d, J=6. 9Hz, 1H) 8.99 (br. s, 1H) 
e) U, 5-c] tr 

10 U i?i/-2-3ri/ 

1 _ 7 ij^_3_/<y i ;;V-4-^pn-l i [4, 5 

-c] try 75g©l, 5mlj$*Rfc*l. 

5mK4-^f;W*!)^N-t*5/Kl. 0 6 g N 2 5 !> A»4c«SR 
3ml*3J:t^al3^^^hy !?A1. 9 4 g ©tM&$ 6 m 1 trill*.* 1 8 B#W 
15 6 0 •C'CJnjlH bfc 0 tK 2 0 0 m 1 SrJP |»xf^ 10 0ml -Ctfi ft bfc e W 

Mm*&2 x 5 om i tmti- v y ^^oma^mms om 1 -cjig&^u a 

3 8 g &#fc 0 
20 ^-NMRCCDClj) 

5 5. 44 (s, 2H) 7. 01 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 08 (d, J=6. 5Hz, 
1H) 9.18 (s, 1H) 

fj 3-y<l/i/jV-2. 4-^PP-l, 3-i?tKP>fS^/ [4. 5- 

c] vyjsy 

2 5 3_xy^-4-^BP-i, Kn>f§^y [4, 5-c]" try 5? 

y-2-^-^0. 3 8 3 gfc^V&ffcy ^5ml*5«tt^3:^by V0. 3 38 



WO 03/104229 



PCT/JP03/07010 



289 

g«x.s 2 4 f$ra»«bfc 0 mm^mmmmu muz**. 5 0 g ^a-tr, 

U-y ( 2 : 1 ) ^m^-MJ: 0 WBflfrfrifc 0 . l 3 g «r#fc 0 
5 ^-NMRCCDClj) 

8 5. 43 (s, 2H) 7. 12 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 18 (d, J=6. 5Hz, 
1H) 

g) 4- (3-^^-4-^P-3H-^f^y f4. 5-c] VJU? 

10 3-s<y*?/l>-2^ 4-^pp-1, Kd'f [4, 5-c] 

tfyv^O. 127g(DN, N-^f;^AT^ KlmlilCt'^y^^ 
t-T'f/^f^O. 0 94 g%to%-, 15 0°CT?2B#W 
JH*& Lfc 0 Sftfcc^vw 2 5mllrJint «Ji 1 0 m 1 T* 3 HI t mtfr V !> 

(3:2) &ffi#HJ:«)^IMfra^O. 0 2 9 g£#fco 
1 H-NMR(CDC1 3 ) 

6 1.44 (s, 9H) 3.21-3.25 (m, 4H) 3.49-3.53 (m, 4H) 5.53 (s, 2H) 7.08 (d, 
J=6.5Hz, 1H) 7.30-7.38 (m, 5H) 8.14 (d, J=6. 5Hz, 1H) 

20 h) 3 — (e^v^-l-wW) -3 . 
y f4. 5-cl fc°yv ? ^-4-^-^ K'J7;PtP« 

4 _ ( 3 — iy^-4-^PO-3H-^f^/ [4, 5-c] fU^- 
2 — (/u)\i°^.y^y- 1 t -zf^jV^^^O. 0 2 9 gON, 

N-^^f/V^T? K2m lM^TK 11111*5^^3 5%Iilml SrJn^ 

25 3 mmmmm^ ii^nt, a^ir^miS5i^^n-7 1^7 

7 J- (Tir h=hy/V-7Km#«)ffi (0. l°/oh!)7;Vtn^t) 
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fc 0 ) fc-cHHRU ^Bik&Vso. ooegiifc. 

MS (ESI) 310.29(MH + -CF 3 C00H) 

mMAAA, 3- -2- (br^^- i-^) -3, 

S-i?bKP^^'/[4. 5-c] t°Vv ? V-4-^ V MJ7/l/tP§M 

2-^n ; e-lH-^^y-^-4 ) 5-^;^Mi^ [CAS No 
5 0 8 4 7-0 9-1] 9 0. 6g©N, N-^ WM7U'5 2 0 m 1 

8gJ3Wl-^ ; t-2-^74iiil©N, N 

^;V1 1 fc2K5 0 0mlSrSP^ if*UlSr7k 5 0 0 m 1 t? 2 13 h 0 <7^ 

<D&m*WM 5 0 0ml 9 S * * Ufcff Lfc. 

(1:4) mmftm&vwmik&i®* 8. og«r#fc. 

15 1 H-NMR(CDC1 3 ) 

S 1.87 (t, J=2.3Hz, 3H) 4.85 (q, J=2. 3Hz, 2H) 

h) (2-^^) -5-V7;-lH-^f^ ^- 

20 =hy/V4 8. 0 g©^;- A- 5 0 Om 1 SKKfcSWIESft 2 5m 1 &fln*\ 11 

;V5 00ml t7K5 0 0ml WU !> ^"Cp H 8 fcWlfc. * 

IWxf;V5 0 0mlT'ifflU OTK^S'fr.Mffci* 

25 m^/V-^f-V (1 : 3) »ffl*m±DatlB{b'&»2 1. 7 g £#fc 0 
'H-NMR (CDC1 3 ) 
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8 1. 43 (t, J=7. 0Hz, 3H) 1. 87 (t, J=2. 3Hz, 3H) 4. 46 (q, J=7. 0Hz, 2H) 4. 85 
(q, J=2.3Hz, 2H) 

c) 4- [1- {2--7*f-~M -5-*sTS-4-x> h*isjJ 1 

5 

1 - -5-^7;-iH-f^V-;v-4- 

3i^7V3;X7 1 7V2 1 . 7 g 1 1 5 b t Pflfcfc&aiU fffiB 

fc-frtt 2 5. 1 g £#fc 0 

■h-nmr(cdci 3 ) 

10 6 1.43 (t, J=7.0Hz, 3H) 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 
4H) 3.56-3.61 (m, 4H) 4.44 (q, J=7.0Hz, 2H) 4.68 (q, J=2. 3Hz, 2H) 

d) 4- [1- j2=7±~M -4-^;V^-5-^7;-lH-^^ 
W—fr- Vivify- l-ju^tf ^tfe t - J* 

4- [1- (2 --y=f-=-M - 5 - v^7 ; - 4 - i b 1 H- 
15 2--f 7V] k^7^/-l-^^ t -7 f 5 L /V«7 i 7V'2 

5 . 1 g <£>^* 7 ' — A/ 5 0 0ml 5 N^.Wtiti~ h V £ Ajgjfc 1 6 m 1 *M 

IJ^tK 5 0 0ml «8f U 2 N&H 50ml %Mx.fr 0 GWM&tiMt'}' MJ 
©«a»*»«2 0 0ml »L«S^n^^T«lifft«Ll» 
20 $23. 2 g £#fc 0 
1 H-MMR(CDC1 3 ) 

5 1. 49 (s, 9H) 1. 87 (t, J=2. 3Hz, 3H) 3. 22-3. 26 (m, 4H) 3. 56-3. 61 (m, 4H) 
4.68 (q, J=2.3Hz, 2H) 

e) 4- [1- (2-^^7V) -5->7;-4-t:KP^f^-lH 
25 -4 5 jr-S—fi,- 2 -y(fl4 tf^7^V- 1 t --f<?A'^*TA' 

-10^4- [1- (2-^=^) - 4 - 5 - 5^7 / - 1 H 
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2 2. 9g©Tf7tFo77^6 0 0mUlH)iW5y6. Qg&.fcO* 
^P^yWl 0. 19g©fh7tKo79^1 0 0ml»iT 

5 0Oml^J;^7R5O0nil^P^ 1 p H 5 Id— ftW«E Lfc^s ^ 

^tRU^ y !7 A^fB7R^-ep H 1 0 £f|gLfc 0 ^il^7R5 OOmli: 
mti~ h y «7 AOtfrFn7kl&$5 0 0 m 1 X'JI^^USiE^^^^^^^b 

10 (4:D mm^m^^mmi^mi 9. 1 g ^^fc e 

1 H-NMR(CDC1 3 ) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.26 (t, J=6. 3Hz, 1H) 3. 13-3. 17 (m, 
4H) 3.53-3.57 (m, 4H) 4.58 (q, J=2. 3Hz, 2H) 4.64 (d, J=6. 3Hz, 2H) 
f ^ 4 _ [x_ (2-^^;W) - 5 -77 ; - 4 - ^V^V- l'H -^f ^ 

4- [1- (2-^~/V) -5-^r;-4-tFn^f^-lH-f 
^ jfy~-, v - 2 ->f ;V] tV^TV- 1 -#^7# t -'ff-A'X-XTfi' 1 • 
3 5 g©^P0?t^5ml»-l^73. 28gttt 

20 h^97-f-R:tfl«IU»»*^-^t^ (2 : 

3 ) J: 5 ffifBfl^ 1 . 1 1 g £#fco 

1 H-NMR(CDC1 3 ) 

8 1.50 (s, 9H) 1.88 (t, J=2.3Hz, 3H) 3.24-3.28 (m, 4H) 3.59-3.63 (m, 4H) 
4.70 (q, J=2.3Hz, 2H) 9.87 (s, 1H) 
25 g) 4- [1- -5-777-4- ( 2 - J. h *y*UViS~ 
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5 < CT*fc#©£H*n^ V^T'A'ftXftSWfik^'f-A'O. 24 3 g©f h7t 
Yv7 7y5mlMWUZ.7mik-fh})V&0. 0 3 8 gZMZ-tc 0 4- [1- (2 

5 ^7^y-l-^>i t -^/I'Cfc^/K). 310g©TF5tKo7 
7y5mltti 3 0»Lt «xf;U5 0ml^0. 1 N*IMb 

aaESr^U *^7A^v h^^^^-^TflfJUU Bfflfc^A'— ^^^^ 
(3 : 7) M&ftmZV-mmk&WO. 3 8 0 g £#fc 0 
10 *H-NMR (CDC1 3 ) 

5 1. 33 (t, J=7. 4Hz, 3H) 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 19-3. 23 (m, 
4H) 3.55-3.59 (m, 4H) 4.25 (q, J=7. 4Hz, 2H) 4.59 (q, J=2. 3Hz, 2H) 6.70 (d, 
J=15.8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 

h) 4 - [1- (2-^^) -5-V-T/-4- (2-fl/WE>^t^/V) 
15 - 1 H--f $ 7l— 2 -yf/vl 1 t -7*f^a 

4 - [ 1 - - 5 -V7;-4- (2-^h^V*^=/Vt* 

^vKt*7VW£!!lfe0d 3 3 8 d t PI«ffcIlSI3U*!l:#fc. 

20 1 H-NMR(CDC1 3 ) 

5 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 55-3. 59 (m, 4H) 
4. 59 (q, J=2. 3Hz, 2H)' 6. 70 (d, J=15. 8Hz, 1H) 7. 50 (d, J=15. 8Hz, 1H) 
q 4- [! _ (2-^^) -5-V-T/-4- (2-T^K^/^^/V 

tf^/v) -ih-^-;^/-^-2-^M v^v^-i t- 

25 

li©ffflMT, 4- [1- (2-^=/V) -5-V/7/-4- (2-7JA- 



WO 03/104229 



PCT/JP03/07010 



294 

-lH-^-;^/^-2-/f/H t°^7i?y-i-*;V7$><m. 
t-^f^^/VO. 20 0 g, bV^^T^yO. 0 7 3mlW^ 
^^^^ytT^KO. 1 0 8ml©t-7'^;-^2mlil : l:4^5 
0°CT^Pf^tfc o @^^f-;^5 Om 1 ?:JPx.s tK 2 0 m 1 T^#-Lfc 0 ^WIS: 

^^-OitSU g^tfvV-^iJ-V (2:3) ^m#®£<9^12'fb'3-tlO. 

1 7 8 g £#fc G 

^-NMRCCDCls) 

5 1. 48 (s, 9H) 1. 86 (t, J=2. 2Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 55-3. 59 (m, 4H) 
10 4.59 (q, J=2.2Hz, 2H) 6.67 (d, J=15. 4Hz, 1H) 7.56 (d, J=15. 4Hz, 1H) 

p 4 _ r4 - (2-t-^h^^;^7;n^) - 1- (2--f 

S*0#H^T, 4- [1- (2-^=^) -5-v^7;-4- (2-T^ 
15 Y*;Vi$~jV\?~;V) -1H- f * 2 tV*?^- 1 -a* 

t^V^ t-y^W^^VO. 178g©t-^;-;H0mliiS:15 

-ic-CfitMU M^^-^^^ (9:11) mttfM^niisfci^io. 
1 6 9 g £#fCo 
20 1 H-NMR(CDC1 3 ) 

6 1. 48 (s, 9H) 1. 84 (t, J=2. 2Hz, 3H) 3. 16-3. 19 (m, 4H) 3. 54-3. 58 (m, 4H) 
4. 51 (q, J=2. 2Hz, 2H) 5. 83 (d, J=15. OHz, 1H) 6. 43-6. 53 (m, 1H) 7. 55-7. 66 (m, 
1H) 

k) 4- T4- (2- t-:/ Y*i/*>vi$~>VT% J -1- (2-7 

25 ^- 7 y) - 5 -^ 7 w^;V-lH-^^^y-/V-2-^7Vl 
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4 _ [ 4 _ ( 2 - t-^b*'/^-^^ V-M -1- (2-^= 

g t -^fvVaL^fVVfcllifcfll 3 3 2 b PNHl^S L^ie^#l£#fCo 
'H-NMRCCDClj) 

5 5 1.48 (s, 9H) 1.84 (t, J=2. 2Hz, 3H) 3.21-3.25 (m, 4H) 3.54-3.58 (ra, 4H) 
4. 68 (q, J=2. 2Hz, 2H) 5. 90 (br. s, 1H) 6. 36 (br. d, J=14. 8Hz, 1H) 6. 92 (br. d, 
J= 8. 4Hz, 1H) 7. 45 (br. s, 1H) 7. 52 (m, 1H) 
y 3 _ -2- (tf^S^-l-^V) ~3, 

P ^;yy r4, 5-cl MJ7;^pftli 
10 4- [4- (2- t-:/h^#;M^/vr?/ tr^) -1- (2-7*f-- 

t-^/VJi^'r/VO. 0 0 7 5 g©i^;- /VO. 3ml»5 
NltO. lmiai 1 5ffltfit«Lfeo 

*Bmif5«#**^ F^57-f- (r-fe b~ h yjv—ym&nn (0. i%hy 

15 ^/loj-pgffiteW) SrfflV^c) ttilt, ^IB-fb^O. 0 0 43 gWc o 
1 H-NMR(CD 3 0D) 

8 1.81 (t, J=2.4Hz, 3H) 3.45-3.48 (m, 4H) 3.62-3.65 (m, 4H) 5.15 (q, J=2. 4Hz, 
2H) 6.60 (d, J=7.1Hz, 1H) 7.18 (d, J=7. 1Hz, 1H) 
MS mle (ESI) 272. 32 (Wf-CFaCOOH) 
20 HjfcffiJ 3 3 9. 3 - ( 2 A) - 5 - ( 2~y ^=-^^M ~ 2 - (E° 

-3, 5-^Kn-f^/[4- 5-cl fc°yi^-4 

-^-y F 'J 

f4. 5-c] gus?y-2->r/n ^y^jy-i-^^ ym t- 

25 -f s 9-)V^-7. : f}V 

3 _ (2-y^vU) -2- (fc°^>^-l — fAO -3. 5-t?fcKu*f 
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C4, 5-c] t p y^y-4-^"V 7A'*nflffiKttSr*ftW2 5 8 
^-NMRCCDClj) 

6 1. 49 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 35-3. 39 (m, 4H) 3. 60-3. 64 (m, 4H) 
5 5.07 (q, J=2.3Hz, 2H) 6.55 (d, J=7. 1Hz, 1H) 6.97 (d, J=7. 1Hz, 1H) 
b) 3- -5- 12=2JE^£±M -2- 

_ 1 -^yy) -3, VvdA£Z l"4. 5-c] b 

4- [3- (2-^=/V) -4-^^-4, 5-^kKn-3H-^^ 
10 ✓ [4, 5-c] t"y 

'H-NMRCCDjOD) 

6 1.83 (t, J=2.4Hz, 3H) 3.05 (t, J=7. 3Hz, 2H) 3.45-3.48 (m, 4H) 3.62-3.65 
15 On. 4H) 4.26 (t, J=7. 3Hz, 2H) 5.18 (q, J=2. 4Hz, 2H) 6.46 (d, J=7. 3Hz, 1H) 
7.15 (d, J=7.3Hz, 1H) 7.16-7.30 (m, 5H) 
MS Ve (ESI) 376. 36 (MH + -CF 3 C00H) 

ti«ia4n. 3- -5 - (2-7 = ;*f*rA<) -2- 

(fcV<^y-l-^) -3. [ 4. 5-cl VyjjV 

20 -A-irl/ hV 7 

4 _ [3 _ -4-^y-4, 5-v?tFo-3H-^f^ 

,/ [4 f 5 _ c ] t ° y 2 — f 1 t 

25 ^-NMRCCDjOD) 

5 1. 80 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 4. 30 (t, J=5. 5Hz, 
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2H) 4.44 (t, J=5.5Hz, 2H) 5.16 (q, 1=2. 4Hz, 2H) 6.59 (d, J=6. 1Hz, 1H) 
6.87-6.91 (m, 3H) 7.20-7.24 (m, 2H) 7.50 (d, J=6. 1Hz, 1H) 
MS Ve (ESI) 392. 34 (MH + -CF 3 CO0H) 

&EfrgB3 4 1. 3- {2zL?±~M -5- (2 -^y- 2 -7^^^ 
5 M -2- {\?^VI/-1-4JV) -3, T4. 5-c] 

try ^-4-^-^ HLZZk^JgJlllll 

4- [3- (2-^=/W -4-^y-4, 5-^tKP-3H-^^ 

y [4, 5-c] t°y ^-2 — f/v] tr^^-i-*^*^* t-^ 

/W;n*7VW3£lF2-:/P^T-t? h7o:/y|rffiV^T||»J2 5 8 b tlrTOc&k 

10 1U *Bf&&*«r#fc. 
'H-NMR (CD 3 0D) 

6 1. 79 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 64-3. 68 On, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 61 (s, 2H) 6. 65 (d, J=7. 3Hz, 1H) 7. 37 (d, J=7. 3Hz, 1H) 7. 57 (t, J=8. OHz, 
2H) 7.69 (t, J=8.0Hz, 1H) 8.10 (d, J=8. OHz, 2H) 
15 MS a/e (ESI) 392. 34(MH + -CF 3 C00H) 

g»J3 4 2. 2- [3- (2-^~/H -4-^y~2- (gcjZi^ 
-1-^;V) -3. 4-^KP.>f$^ T4, 5-cl tfys^-5-^f/M 

4- [1- (2-^=;W) -7-**y-6, 7-v?tKP-lH-^^ 
20 / [4, 5-d] lfy^-2— f/U] tVy^-l-«yi t-^ 

;kai^x7v*5 < fa ? 2-yp^^^-<^^" h y>v§rfflv^^i(6^j2 5 8 b tm 

'H-NMR^DjOD) 

S 1. 78 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 64-3. 67 (m, 4H) 5. 14 (q, 3=2. 3Hz, 
25 2H) 5. 47 (s, 2H) 6. 67 (d, J=7. OHz, 1H) 7. 20 (dd, J=7. 2, 1. OHz, 1H) 7. 46 (td, 
3=7. 2, 1. OHz, 1H) 7. 50 (d, J=7. OHz, 1H) 7. 60 (td, J=7. 2, 1. OHz, 1H) 7. 80 (dd, 
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J=7. 2, 1. 0Hz, 1H) 

MS wf e (ESI) 387.34(Mr-CF 3 C00H) 

mmmziz. 3- -4-^y-2- (tr^?^- i- 

>r^- 4 . 5-^tpp/f-:^/[4, 5-c] * 

4- [i- -5-^r;-4-tKnWf^-lH-^f 

5 9 6 g©^ 5 0ml ^SlC«<b7 V*r~ ^A50 %tK» 10ml* 

JH*^ 1 6 bfco 0 0ml SrJn*., tK 1 0 0 m 1 T? 

3Etm^ h y ^^O^fnTK^l 0 Oml T?J««#U«^^^^^"C* 

15 f^fvV-^f-V (4:1) *W£PU:9*IBflflMfc3. 2 21g«r#fc. 
1 H-NMR(CDC1 3 ) 

5 1. 49 (s, 9H) 1. 84 (t, J=2. 4Hz, 3H) 3. 17-3. 21 (m, 4H) 3. 54-3. 60 (m, 4H) 
3.62 (t, J=5.8Hz, 1H) 4.68 (d, J=5. 8Hz, 2H) 5.05 (q, J=2.4Hz, 2H) 7.35 (br. s, 
1H) 8.46 (br.s, 1H) 

20 b) 4- [4- (t -77'jUi?7x=iJ'l'i'9— ^fr) -1- ( 2 ~ 

-fr-jv) - 5 -f-ttfr^JAs- l H-- < % ¥V-;v- 2 - 4 )V\ \f^y 2 

4 _ [i- (2-7^~/V) -4-fc Kn^S/*^-- 5 /W<*>fA' 
-1H—Y ^^-/V-2-^/H fc°^7^^-l-*^^ t-^/V^i 
25 *5\fl/3. 2 2 1 g©N, N-^ WMT? K2 5ml»^^^ 
;V0. 6 6 8 gfeitft -^f;V^nnv?7x=;V^7y2. 7 0g^t 1 
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6 Lfc 0 fm^jls 3 0 0ml^Bi, &7k 1 0 0 m 1 ? 

3 m t mti- YD <7 & (Dmu&MWi 10 0ml -ef!t»# v'^t 

Jgmtsi^-^^ (2 : 3) ^ffi#®£^IfB{l^J4. 3 5 7 g «r#fc 0 
5 I ft-NMR(CDC1 S ) 

5 1. 05 (s, 9H) 1. 49 (s, 9H) 1. 84 (t, J=2. 4Hz, 3H) 3. 06-3. 11 (m, 4H) 
3.53-3.57 On, 4H) 4.74 (s, 2H) 5.19 (q, J=2. 4Hz, 2H) 7.31 (br. d, J=4. 1Hz, 
1H) 7. 37 (t, J=7. 2Hz, 4H) 7. 44 (d, J=7. 2Hz, 2H) 7. 63 (d, J=7. 2Hz, 4H) 9. 28 
(br.d, J=4. 1Hz, 1H) 

10 c ) 4- [4- (t-7*^^J7*^^y7~^3r*^*^M -1- (2- 

4 _ [ 4 _ ( t -^f^/k^7^^7V>'7— /V^^fvV) -1- 

15 i-^vtfvgfc t-:/^7l'«f l A'4. 351gC^PP^^100ml 
SSSKiy h97^*ntS5»h U ^fvw^y-!? A 1 • 2 3gSrAD^ Sit 
1 5i^Ma#U^. ^^^3 0 0ml fcJP*^ £"8SS h V !7i» 

ffiafoWR l o o m l kmkTy*~V&MQ7kB$. 100ml -?MftB&l'B 
*/ <7 A T?f£Jft Lfl^ffM bfc 0 ^IB^-a-fe 4 . 4 3 9 g &#fc 0 

20 'H-NMRCCDCL,) 

5 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (br. s, 3H) 2.36 (br. s, 3H) 3.11-3.15 (m, 
4H) 3. 54-3. 58 (m, 4H) 4. 63 (br. s, 2H) 4. 66 (br. s, 2H) 7. 37 (t, J=7. 2Hz, 4H) 
7.44 (d, J=7.2Hz, 2H) 7.63 (d, J=7. 2Hz, 4H) 
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_, V ) _ 5 _^ ^7V^/V7 7 ^ K-f /v- l H--f ^ ¥9-jv- 2 - 

;V) 1 -^/U^^Sfe t -:/f7Vcn*7VV5 • 05gOff7t 

00ml»5Nt|3 Oml £#P;t, 2 2 ffSfRgg$re&#Lfc 0 

5 ^MiiiS^^p^^i o omi «u n^m^-t-y 

j±?why77j-fcxmmu im^^-^^tv (2 : 3) ^m^nu 

«9«IIB^4SJ2. 2 4g£#fc 0 
10 'H-NMRCCDCls) 

6 1. 49 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 2. 47 (s, 3H) 3. 21-3. 25 (m, 4H) 3. 27 
(t, J=5.6Hz, 1H) 3.56-3.60 (m, 4H) 4.81 (q, J=2. 4Hz, 2H) 4.89 (d, J=5. 6Hz, 
2H) 

15 7 y^;V-lH-W > ^^V"^-2-^/V] t- 
4 _ [ X _ (2-y^=vU) -4-t KB*^^-5-^ W^7T = 

)Vts)Vif^)V- i H-^f ^ 2 -- f ;v] fcX^v- i 

20 'H-NMRCCDClj) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.58 (s, 3H) 3.22-3.26 (m, 4H) 
3.56-3.60 (m, 4H) 4.80 (q, J=2. 4Hz, 2H) 9.88 (s, 1H) 

f ) 2 - (4- t-^H^r^^-ZV^^^^-l-^ ^ -3- (2- 
25 5, 6 /WtfVlfe 5— 6^ i2Lg2k^Z2k 



WO 03/104229 



PCT/JP03/07010 



301 

«7VK). 17 4 g ©^nP^^y2ml»l, 8 -^TiF tf^ P [ 5 . 
4. 0] -7-!?y7tyO. 0 7 9 g^iU ! 4- [1- (2-7^^) -4 
-^M^/V- S-^W^r^*^^- 1 H--f $ 2 --f 

/V] t°^y v>y- 1 -#/M*>^ t -^/V^x/VO . 1 9 4 g <Di>? o n 
5 ^^y5mll:M, 1 6 B#WS««#bfc 0 M^Ifftib, aSSES:^ v 
*>f;vli7&?v'? f^77^f-iailU fj^^vv— ^dMf-y (3:2) 
^m^Wi: 9 EHB-fb^ 0 . 1 4 7 g £#fc 0 
'H-NMR (CDC1 3 ) 

5 1. 49 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 37-3. 41 (m, 4H) 3. 59-3. 64 (m, 4H) 
10 3.83 (s, 3H) 5.04 (q, J=2. 3Hz, 2H) 5.46 (s, 2H) 7. 33-7. 38 (m, 3H) 7.41 (s, 
1H) 7.45-7.48 (m, 2H) 

g ) 4- [3- -4-^-^y-6- hy^ 

5-S?bKP-3H->f$^/ [4, 5-cl fcT» 2-W /H ^jzi^ 

- 1 - # jvtf ywt t - * 7vv 
15 «©»H^Ts ^;-/v2ml(utMi^O. 0 2 3 g SrJnx, 

H4»ofeb2- (4- t-^h^r^/V#->'Vtf^7^V-l->f/V') - 
3- (2-y^/W) -4-^-^y- 3, 4->?tKP^5^ [4, 5-c] 

0 . 147g^;5';-;V2ml ^«;tfc 0 1 6 Lfc^, @^ 
20 lifHOmK ^Ty ; E-=!7A(7)5%7K^2 Oral fc^lNlilm 

1 0 8 g £#fc 0 
^-nmkcdci,) 

25 5 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.20 (s, 9H) 3.37-3.41 (m, 4H) 

3.59-3.64 (m, 4H) 5.07 (q, J=2. 3Hz, 2H) 6.82 (s, 1H) 8.60 (br. s, 1H) 
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h) 3- (2-7"^~A0 - A-ir^y - 2 - 

- 4, 5-^tKP^^^[4, 5 - c ] WZzl^j 

4- [3- (2-^^V) -4-**y-6- h^V^^W4, 5 

5 -i? t KB-3H-<$^ [4, 5-c] t°y^y-2-^/W] fcV<?S^- 
1 - # y$ t - -ff-frx.* T-fVkWSm 3 3 8 1 2: RMfttC&a LSHB-ffc^ 

'H-NMRCCDgOD) 

6 1.81 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.64-3.67 (m, 4H) 3.95 (s, 3H) 
10 5.17 (q, J=2.3Hz, 2H) 7.35 (s, 1H) 
MS m/e (ESI) 330. 16 (MH + -CF 3 CO0H) 

mmmzAA. 3- (2-7^=^) -5-*?^- 4-3-3^- 2- 

9^-1-^) -4. [4, 5-c] trus^-iB- 

15 4- [3- (2-7^=^) -4-^-= 3 ry-6- h V * Y*c\/ ff->V- 4 , 5 
-t?tKo-3H-^5^ [4, 5-c] ^^-2— f/V] fcT^?^- 
l -Xtvtf-yWt t -^f;^^f^o . o 3 o g on, n-$^» f^*;v^7 

n*2mliWt*y^0. 0 2 4 g*5J:t^3 ^-fb^^VO. 0 2 7ml 
ZMz.. 5 0^4 8 Lfc„ fH&ii^vv 2 m 1 & <fc tf* 2 m 1 £Jn 

= h y (0. 1 % h y &fflV>fc 0 ) KTflfiKU 

SllE<ffr£#> 0 . 0 0 7 g £#fc 0 
25 'H-NMR^OD) 

8 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 3. 74 (s, 3H) 
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3.94 (s, 3H) 5.17 (q, J=2. 4Hz, 2H) 7.25 (s, 1H) 
MS Ve (ESI) 344.30(MH + -CF 3 C00H) 

Il1fcff!l3 4 5. 3- {2=7±~M -S-*'?jV-4-**y-2- 
*7^y-\-4)V) -4, 5-S?fc \Ai 5 ~ c "1 

mm 3 4 4 -er^Lfcai r> ©lill^i^Itii u &at& 2 8 %r 

y^7*lml-C«!.IU 4.8^fMlff-e»lIilLfe. *tt«rttff*»U 

giftxifitt 1 1 5 1 1 mmztimv, 0 . 0 1 0 g &#fco 

MS Ve (ESI) 329.32(MH-CF 3 C00H) 
10 Ilffiffil3 4 6. 3- (2-Zff-=-M -4-**y~5- (2-^y-2- 
^a^/l/jfyV) -2- 1 ijMj -4. 5_z£b KP^f^^V 

f4. 5-c] try y^j-y.7vv k y 7;^pit 

4 _ [ 3 _ (2-^=/V) -4-^y-6- y h3ri^5vV-4, 5 

15 -v?tKp-3H-^^y C4, 5-c] ^7^^- 

1 - jfr^xff^jfe t -y^u^^7 i ^«J;^2-^n^Tir h^y ^SrHifef!] 
3 4 4 £ PSBiCgygU aUB^ftSrWfe. 
MS Ve (ESI) 448. 31 (MH*-CF 3 C00H) 

^W03 4 7. 3- -5- (2^TZ^2M -4-*~ 

20 fry- 2- -4. 5— Ko>f 5^ T4. 5-c] 

try v?v- 6 -fl/vtf ^Bfe y fyvj^TTV: b u ttv^hB^ 
4 _ [ 3 _ (2-^=/v) -4->^y-6- h y y 5 

-i?tKa-3H->f'5^/ C4, 5-c] try^-2->f/U] t^7^^- 
1 -tf/utfyft t -^/K^x^it/^-^p^y h yyv^r 

25 HWJ 3 4 4 £ [SMUfclflkJaU ^|B^!fe^#fc 0 
MS m/e (ESI) 445. 32 (M^-CFjCOOH) 
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$ji3 4 8. 3- (2-^ -^ -5- (2-V7/^^) -4-* 
(fcV^v^-l-^) -4. $ »V [4, 5-c] 

4- [3- -4-t^y-6-h!;/h^^^-4, 5 

5 -^KP-3H-^f^/ [4, 5-c] f/V] IW^- 

nmm 345 tmmztmu m^t^m^tc 0 

MS V e (ESI) 430. 34 (MH + -CF 3 C00H) 

annua 49, i - (2 - 5 =^L ± £k= 2- (b r^9;^- 1 - 

10 £Aj -1. 5-^tKP>f$^/r4. 5-dl b°V*'^-4- ^ HP 

aj -1 3- {2-~??-~>V) -2-^PP-5-^f^-3 . 
>fS*V T4. 5-d] 

15 a ) -2 l-(2-^)-2-^PP- 5-^^-l. 

T4, 5-di y^^-4-^-^ ' 

2-^0-5-^^-1, [4, 5-d] 

y_4_ t y 0 , 184g£>N, N-^ W^TU~1 OmlliM 
#y?i»0. 1 6 6 g*5*tf 2-^=^*^ KO. 

20 m-e 1 8 rnmmw bfc e bhu^^ somim * 2 0 m 1 -enm, mt-r 

y-&M^* (4 : 1) »ffl£WJ:«!K 3- (2-y^/V) -2-^na- 
5 _^,V-3. 5-^Ka^;y/[4, 5 - d] tf !> 4 0 . 

25 1 7 5 g£#s ^f-V-^^k (2 : 3) ^W^® J: 0 * 1~ (2-^ 
-2-^0-5-^^-1. 5— 5?t K*-f [4, 5-d] t° 
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U^^y-4.-^-yo. 0 3 3 g&#fc« 
[4, 5-d] try^^-4-*y 

'H-NMR (CDC1 3 ) 

5 5 1. 82 (t, J= 2, 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 
1- - 2-^na-5-^^-l, 

[4, 5-d] 
'H-NMRCCDCls) 

5 1.87 (t, J=2.3Hz, 3H) 3.91 (s, 3H) 4.90 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
10 b) 4- [1- (2-^~/V) -5-^^-4-^ y~4. 

P-lH->f^y [4, 5-dl tf^9^-l-^ 

1- (2-^=/W) -2-^np-5-^f^-l, 
[4, 5-d] t-y^v 5 ^- 4-^-^*5i^t°^9^^-l-^^^ t- 

15 ^/^^^^^r^JSfy ii9c tmmzftmu mm^m^ntc 0 

'H-NMRCCDClj) 

5 1.50 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.30-3.34 (m, 4H) 3.59-3.63 (m, 4H) 
3.90 (s, 3H) 4.70 (q, J=2. 3Hz, 2H) 8.11 (s, 1H) 

c) 1- (2-^~;V) -5-^^-2- -1, 
20 [4. 5-dl H'J7MpIH 

4- [5-^/t—l- (2-y^/V) -4-tf*y-4, 

1H _^^^ [ 4t 5 _ d ] r^] tr^^y-i-*/^ 

vWt t -^?vwiL*7VV&|gWJ 115 ii W*»cOTL,«IBfls#**r#fc. 

25 'H-NMR(CD 3 0D) 

5 1.84 (t, J=2.4Hz, 3H) 3.44-3.48 (m, 4H) 3.58-3.62 (m, 4H) 3.86 (s, 3H) 
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4.96 (q, J=2.4Hz, 2H) 8.39 (s, 1H) 
MS m/e (ESI) 287. 17 (MH + -CF 3 C00H) 

»ffl]3 5 0. 2- C(1R». 2R*) <L-T%JV"!7V^*V)\<T%;'\ - 3 
- -5-^^-3. [4, 5-d] t° 

[4, 5-d] try 1, 2-v^n^^^ 

v?r 5: ^zmmm ii9ct mtn-as u m^m&^ wy^y?*- 

10 ^-NMRCCDjOD) 

5 1.39-1.49 (m, 2H) 1.50-1.61 (m, 2H) 1. 80 (t, J=2. 3Hz, 3H) 1.85-1.92 (m, 
2H) 2.11-2.18 (m, 2H) 3.19 (td, J=ll. 0, 4. 1Hz, 1H) 3.80 (s, 3H) 3.93 (td, 
J=ll. 0,4.2Hz, 1H) 4.91 (dq, J=18. 0, 2. 3Hz, 1H) 5.44 (dq, J=18. 0, 2. 3Hz, 1H) 
8.07 (s, 1H) 
15 MS (ESI) 315. 19 (MH + -CF 3 C00H) 

$ft#l3 5 1. 2- I"(1R*. 2S*) 2-T^;^ ?v^*WT^y] -3 
- -5-^^V-3. [4. 5 — d] tf 

3- (2-^=/V) -2-^nn-5-^/V-3, 5-5?tKo^$^/ 
20 C4, 5-d] t°y 4-*V*5 it^v-^-l, 2-v^P-^rU-^T 

5 ^&0£iS01J 1 1 9 c fcliUfcKlKJfcU iiW^ift^W^^ 1 " 7 h^7-f-t« 

1 H-NMR(CD 3 0D) 

5 1. 54-1. 68 On, 3H) 1. 71-1. 81 (m, 2H) 1. 83 (t, J=2. 4Hz, 3H) 1. 85-1. 91 (m, 
25 2H) 1.91-2.01 (m, 1H) 3.69 (m, 1H) 3.80 (s, 3H) 4.37 (m, 1H) 5.04 (dq, 
J=18. 3, 2. 4Hz, 1H) 5.55 (dq, J=18. 3, 2. 4Hz, 1H) 8.09 (s, 1H) 
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MS mle (ESI) 315. 27 (MH + -CF 3 CO0H) 



mmm 352. 3- 


(2-^=/V) 


-5- 


^^-2- (1. 2. 3, 6- 


rf7tKp try 


-4-4,1,) _ 3 , 


, 5- 


•5?fc Ko-f 5^ [4, 5-d] 




hy 






a) 5-^^-2- 


- (try 




-1. Ko>T$^/C4. 



5-d] b°y ^^^-4-^-^ 
4, 5-^7^/-2-^f^-2H-tl^y-3-tyO. 5 6 0 gi 

4 - tr y ^y*;wvv7t k 0 . 5 3 5 g o^yify lomi mjnx. % m. 

io#lMTT3ffll 9 oflf-CJPlftLfc. R*Stt«:?&»U W^MlfrU 
10 «lB{frg*>0. 38 1g^#fc, 
^-NMRCdgDMSO) 

5 3.78 (s, 3H) 8.14 (d, J=6. 0Hz, 2H) 8.48 (s, 1H) 8.76 (d, J=6. 0Hz, 2H) 
MS m/e (ESI) 228. l(MH + ) 

b) 3- -5-*3-A'-2- (b°y>?>--4— -iJV) -3, 
15 [4, 5-d] b°y ^v^-4-^ 

5 _^^ /V _2- (try ^^-4-^/v) -l, 5-^t Kn— 4%?"/ C.4, 

5- d] bf y 4-^-^*5 J:tf 2-^=vv:/pW K&HMJ 1 1 9 d 

1 H-NMR(CDC1 3 ) 

20 6 1. 84 (t, J=2. 3Hz, 3H) 3. 91 (s, 3H) 5. 37 (q, J=2. 3Hz, 2H) 7. 89 (d, J=6. 1Hz, 
2H) 8. 32 (s, 1H) 8. 85 (d , J=2. 3Hz, 2H) 

c) 4- [1- (2->^~A0 -6-p»^V-7-^y-6. 
P-lH-^f-;^ T4. 5-d] t°'J^-2-^;Vl -1- (4-p< 

y<^i?;v) tr y ^ » a ^ o 7 w K 

25 3- (2-^-7V) -5-^^-2- (fy.^y-4-^/V) -3, 5- 
i?fcKo>f^y [4, 5-d] fcfy ^^-4-^*^0. 0 4 5 gi!p-^h 
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^V^n^ KO. 0 6 0 n 1 SrN, N-^f^*/^7^KO. 1 
OOmlllJUi £S*©#fflSn^ 6 5St4^WLfco K&«&J&*I1U 
7thVlmli: tvv 1 m 1 SrJB^-s ifcJB*«ritJ&U *l&ffe£* 
0 . 0 6 0 g £#fc 0 
5 1 H-NMR(CD 3 0D) 

5 1.75 (t, J=2.3Hz, 3H) 3.74 (a, 3H) 3.77 (s, 3H) 5.64 (q, J=2. 3Hz, 2H) 5.86 
(s, 2H) 7.05 (d, J=8.3Hz, 2H) 7.54 (d, J=8. 3Hz, 2H) 8.43 (s, 1H) 8.70 (d, 
J=6.3Hz, 2H) 9.24 (d, J=6. 3Hz, 2H) 

dj 3- (2--f^~JV) -2- [1- (4-* h **S'*y*S*') -1. 2, 
10 3. 6-Th7bKPbl^-4-f^l -5-7*^ -3, 5-'^Kp^ 

[4, 5-dl 

4 _ [! _ (2-^=^) -6-^^—7-3-3^-6, 7-i?tKB- 

iH-^f^y [4, 5-d] f/H -i- u-* 

^vvV) t" U v*= ^i^^ny^f KO. 0 6 0 g<£>;* ^7 ^5m 1 ^^fcTk^fc 
15 *V*1-hVVJ»0. 0 20gttt ll^M«#Ufe. 7K1 5mlW5N 

u (1:19) »IH#IiU!K TO-fb^tlO. 0 3 3 

20 g £#fco 
1 H-NMR(CDC1 3 ) 

5 1. 80 (t, J=2. 4Hz, 3H) 2. 71-2. 78 (m, 4H) 3. 25-3. 28 (m, 2H) 3. 62 (s, 2H) 
3.82 (s, 3H) 3.87 (s, 3H) 5.30 (q, J=2. 4Hz, 2H) 6.61 (m, 1H) 6.89 (d, J=9. 1Hz, 
2H) 7.30 (d, J=9.1Hz, 2H) 8.22 (s, 1H) 
25 e ) 3- -5-^^-2- (1. 2, 3, 6-fb7bK 

Ptfy^y-4-^/V) -3, 5->?bKP^^y [4. 5-dl 
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3 _ (2-y^;P) -2- [1- -1, 2, 3, 

6-fh?tKn^y^/-4-'f^] - 3, S-^tKP'f^ 

5/ [4, 5-d] try 4-4-^0. 0 3 3 gOl, 

5 2m 1 iBWt^ian^il (1 -^PPifA') 0. lOml^Bt 90^*Ofi 

0 1 0 g £r#fc 0 
1 IHMl(CD,0D) 

10 5 1.81 (t, J=2.4Hz, 3H) 2.89-2.94 (m, 2H) 3.52 (t, J=6. 2Hz, 2H) 3.84 (s, 
3H) 4.01 (q, J=2.8Hz, 2H) 5.27 (q, J=2/4Hz, 2H) 6.67 (m, 1H) 8.30 (s, 1H) 
MS m/e (ESI) 284. 22 (MH + -CF 3 COOH) 
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DPP I VW&ftMQMfe 

U.mWmm (50nMTris-HClpH7.4, 0. 1% BSA) KB*. K> #fctlfcD P 

P-IV*10mM/mLU:ft5J;5»iU £ 
»15^ l*JnUfc«> il"e2 0^l«k^a^9yl/, 2mMtC 
ffbfc Gly-Pro-p-nitroanilide £25^1 (§:^?§^0 . 3 3 mM) 1)ttZ.X, 
IWfRJ&fclWfeLfc. Kf&W2 0^^U IN y«!2 5^ 1*PX.> 

& I C 50 £ltmLfc o 



«1 





I C 50 (juM) 


H»l 


0 . 2 8 7 




0. 2 11 


mum 7 


0. 4 0 1 


mMM9 


0. 14 1 


•m&m 1 2 


0. 18 3 


mmm 1 3 


0. 12 5 


»M 1 6 


0. 2 7 2 


mmm 2 0 


0. 15 2 


M#l|2 2 


0. 17 0 


HiS#l2 9 


0. 3 10 


£JS0!I5 3 


0. 0 4 6 9 


mmm 6 4 


0. 12 6 


h»j 7 3 


0. 0 3 3 4 


mm 7 6 


0 . 0 8 6 5 
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mmm 7 9 


0. 0 3 5 7 


mmm 8 2 


0. 16 1 


nw i 8 3 


0. 0 2 7 4 


HJfe$I 8 6 


0. 0 0 4 0 8 


mti&w 8 8 


0. 0 0 2 8 9 


mmm 9 8 


0. 0 0 9 6 9 


MMM 109 


1.4 8 


MMM 119 


0.154 


mmm 120 


0.116 


12 2 


0. 0 15 3 


mmm 129 


0.115 


HJg^i 14 2 


0. 0 6 8 5 


MMM 14 6 


0. 0 8 17 


3»J 1 5 9 


0. 0 3 7 7 


$mm 229 


0. 0 0 8 9 7 


HJ&M 2 3 0 


0. 0 0 0 8 9 0 


mm 9 234 


0. 0 0 17 4 


H WJ 2 3 5 


0. 0 0 14 4 


HJfetftf 2 3 8 


0. 0 0 119 


«M 2 4 3 


0. 0 0 2 1 5 


2 4 8 


0 . 0 0 6 4 0 


!l 2 6 6 


0. 0 0 15 5 


2 6 7 


0. 0 0 7 2 2 


mmm 297 


0 . 0 0 6 2 2 


H«J 3 11 


0. 0 7 7 5 
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0. 0 0 7 3 2 



*J2] 



: S|'t4C5 7BL/6N-7^ • P <9)tA) 

SE^^ttH TSI^lfcitt\ 0. (MC) 
fHlfc, ^©»^iNVP DPP 7 2 8 (^H#fF6011155 
-5§0 Ol«f)t<^ ^EMP^fcSO. 5%M«lOinL/kg0 
Wi^n^L, f(D3 0MI'> ^V3^i»10mL/kg©tit 
10 ^PS-¥bfc 0 ^n-*^ 2 g/k g©ffiS-e«Pg:^LfCo 
[&jfa.*3 J; tfjfa. 

ttW^^NVP DPP 7 2 8(D^EBUi:^=t-^^^-¥EB{j 

*3iOT-^m3 0, 6 0, no^fc W^T-e-^^^^mM^ira^ 

15 0ALl^t5o 3tto#* (1 5 0 0 g. 10^ »«GS-6 

0.5 % MC?t^ NVP DPP728 Rt^tMb^fc 
20 V^-C, 1 2 0^#^^^iLi»-B#Wft^TB^ (AUC 0 _ 

120; Area Under the C u r v e ) bfc c 0 . 5 %MC^ 

?Wi©AUC 0 . 120 ^10 0% NVP DPP 7 2 8 (lOmg/kg) 
^i©AUC 0 . 120 to%tlfcit^ ^^^^W^^^^^TO 

25 mmmmm (%) = (ti»©Auc 0 . 120 -NVP dpp i 2 s (1 
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Omg/kg)S»AUC 0 . uo )/(0. 5% MC»|OAUC 
o-120-NVP DPP 7 2 8 (lOmg/kg) W©AUC 0 . 120 ) XI 
0 0 

volliaot, jgP^#^<t«3> 0. 1-10 (mg/kg) <D^mX\ 
10 in vivo fMfefcfe 5 >f 5 V ^fF^'& 

p H lHu©«i?feo t t> |RWJf3&*IMEJlii3»*»f^ffl £ h ft bir z. t bftZo 

15 : 

^^ij2-e^Lfcinvivo^ (0. 5 ^^ItlK-^) 

Om l /k g©ffl*-e^PS#) 
20 2. ^/V3^^(2g/kg)(Dl (^a-***© 

^n#^© 1 «tfn-, 0 . 5 ^±jvu-x7kmmfcmmhtcmkfc&w 

ZmmR-^-tZo V^10ml/kg©fflttgPfi4) 
*58Wfci^5ft5Kttft-fb^Hl (#«MJ8 2, 119, 120, 122, 2 
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(in vivo f$i&) 

10 0. 5%7<^/H?yVP-;* (MC) MMiiU 5mL/k g 

0*i1f|lP8#l/fe. «#»IB»tt> 0. 5%MC#tt*U 5mL/kgO 

o m l**AU 0. 6Mliil«140^LtHW. 38&#fit (30 
OOg, 10^ 4"C) LX®tbtltc±m&y^-XCI l7^h!7=i- (ft 

1 1 9, 1 2 0, 1 2 2, 2 2 9*5*^2 6 7'frbt£Z&frh&ftflZtt&to\iZ 
*5WCh±fB©in v i vojWttHioT, «0*#fcJ:9, 10-3 0 (m 

g/k g) o^ft-C\ vvf*b©»Jto.#>f y Mc^T^ Wllio^ls 

25 [gjj5] 

ttt7,ArM a 7-yh ( rffi2gy^^^/vtt)^) oi» li^t5lW 
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&tyj<D%$k (in v i v of£B%) 

mm : Zucker fa/fa yyY (0 • V SUA) 

5 afcHfrffr^fctt* 0. 5%*?vHr>n=-* (mc) igifcWHiBLfco £<P*fc*fc 
MMI)L<^ 5%MC»5mL/kg©. 

[^jk^fefcit^jfo.^ -< yx y ym*G l p - i <d$o£] 

o. 5, i, 2, 3B#^o^>- m-^Ts «i£T-e7 ^ homfi»$iJ2J 

KT».U »^^--^^^ 0 (lOOOOg, 2#\ 4°C) UT 

15 (SMM%Bt) tAct i ve GLP-1 ELISA^h (Lin 
co) SrfflV^-CJWSUfco ■ IW*K1* «1 0. 6Mffi&$&& 

ijlt^-^ci if^hy^ (M«xm) Srfflv^-caisufe. ^ 

20 : 

o. 5 %Mcm^xmm\^m(o^^m\^^x, ^=i-^»#i**»6» 

3B#W^^t?OjfiL^-^*^T®^ (AUC Glu(0 - 3h ) Area Unde 
r the Curve), ^yXjjy-fflWTSi (AUC lB! (0- 2 h)) S 
OtGLP-l-^lft^™ (AUC GLP _ l( o- 2h )) **ttiLfc. O. 5%M 

>f y y w^/v©g£ftiRtfG l p - i i/^wo^b^T^-etr-^Lfco 
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•S*FlB©*fc* (%) =«tfl5^DS4#©AUC 0 _ !h / (0. 5% MCt 
»i©AUC 0 _ 3h ) XI 0 0 

• >f ^ y XRtfG L P - 1 U^U©aSfl3* (%) =*MMb#4M9!##©AUC 
0 _ 2h / (0. 5% MC«-lll©AUC 0 _ 2 J X10 0 

119, 120, 122, 2 2 9&£&2 6 7frbteZmfrbmtihZ4b&to\Z. 
fcvvth _t|E© in v i v o»iot, gnS4ia9, 0. 1~1 0 (m 

g / k g ) (Dg^ir-e, -f y y ©ggft; (%) g l p - 1 w<;v©3£fc (%) 
as l o o J; V m< > WKP»©a5W (%) ^ i o o * *) fcfcWb-frfcfcJlffl bfc 0 

10 

M6] 

P4 5 0|IfiM^ii2, 3|B«©^^W (GENTEST *fc)£ffiV\ 
GENTESTtfc^fNcbfc Assay Procedure (WWW.gentest.com) KJpCT s PI 
15 I C 5 o Z&m Lfc 0 fFflfi bfc P 4 5 0 ;5HMlkm© 5 (CYP1A2, 

CYP2C9, CYP2C19, CYP2D6,CYP3A4) lUft&ftSr&Tfc^i". ^ft 

afi&OSI^teWtT'V— h U — (PerSeptive Biosystems %t<D CYTO FLUOR 
Multi-Well Plate Reader Series 4000) SrJ8V\fc„ Pl^Mfi, .St3fc£St<Dftat 

20 tc B 

^2 



p450 ^ 






P1^#J 


(nm) 


(nm) 


CYP1A2 


CEC 


CHC 


a-Naphthoflavone 


409 


460 



WO 03/104229 



PCT/JP03/07010 



317 



CYP2C9 


MFC 


HFC 


Sulfaphenazole 


409 


. 530 


CYP2C19 


CEC 


CHC 


Tranylcypromine 


409 


460 


CYP2D6 


AMMC 


AHMC 


Quinidine 


390 


460 


CYP3A4 


BFC 


HFC 


Ketoconazole 


409 


530 



3 



cec*. .. 


3-Gvano-7-eihoxycoumarin ' <i ■% >. ■>.<.. ■ - 


CHC 


3-Cyaho-7-hvdrdxvcoumariny- " - " * *t i . ft. 


- . MFC / 


7-Methdxv^44rifluor6mathv!c6umarin « & 4** z& «* 


.'HFC'.. 


7-Hydroxy-4-trifluoromethvlcoumarin ■■■■ i r w- >i'±~ :•■ ,"■ 
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